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compounds of the general formula (I) are 
metabolic errors such as diabetes, obesity, 
remedies for hyperlipemia, arteriosclerosis, 
cholesterol-elevating agents, LDL cholesterol 
and syndrome X. 



(57) Abstract: Compounds represented 
by the following general formula (I): (I) 
.I - - * wherein each symbol has the meaning as 

|| \ / ^ defined in the description; salts thereof 

v — " D m and drugs for controlling peroxisome 

proliferation-activated receptor which 
contain these compounds as the active 
ingredient Because of having an 
activity of controlling peroxisome 
proliferation-activated receptor, the 
useful as hypoglycemics, lipid-lowering agents, preventives and/or remedies for 
syndrome X, hypercholesterolemia and hyperlipoproteinemia, preventives and/or 
hypertension, circulatory diseases, over-eating, ischemic heart diseases, etc., HDL 
and/or VLDL cholesterol-lowering agents and risk factor relieving agents for diabetes 
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20 (Peroxisome Proliferator Activated Receptor ; PPARt B&|B"t* 

5 A V <£> 3;|i|g#S£fl£>;ft,TV>;5 (J. Steroid Biochem. Molec. Biol., 51, 
157(1994) ; Gene Expression., 4, 281(1995) ; Biochem Biophys. Res. 
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Commun., 224, 431(1996) ; Mol. Endocrinology., 6, 1634(1992) #R8)„ 
^LT^-S^ £a$&£>;h/TV^ (Endocrinology., 137, 354(1996) #H)„ 

m (niddm) \zm-z&mmi:Lxtohtix&*) , w%mm%onikm*&iE 

1rZ1tftK%^tbfoZihffifeT%\X'hZ) 0 tilt, is* V yjh&<D%jE$. 

10 




tilts tJlbOfr^/ y S>>^J!Wfc©flM&rtS»S6K©-- otf*P PAR 
y t) > P P AR y ©fe^JSH**^ - i #$181! LTV^ 

15 (Endocrinology., 137, 4189(1996) ; Cell., 83, 803(1995) ; Cell., 83, 
813(1995) ; J. Biol. Chem., 270, 12953(1995) #!$) 6 ^ot, PPAR 
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(Genes & Development. , 10, 974(1996)) £ kfrb^ PPARy %f£fe{k'i~Z> 

<D*f£ e>T p p a r y 3 6 i swm^L&igto £ * s g$m t> i&^ft kw/b t # 

ttrtSt&#PPARy ttfl&l»»te^k:fcHboT*5D (J. Biol. Chem., 272, 
5 5637(1997) *5«fctfCell. , 83, 803 (1995) #HK rtt&S&fcT'tS^T:/ 

ZbOWL&ftftZfltc (Lancet., 349, 952 (1997) #Ri) e lot, PPAR 

10 ^Ufc«3T^5^J%i^^^WffiT*fe5t%^b^oi:-6T\Science., 
274 , 2100 (1996) fcf± N PPARy^5 V^bi"5 - <k «fc o T ^:<D?&f£&#] 

15 iiiexoii^bPPARyS^ftojgttftS! (r=^*fk ^fcses 
#©»a<H»irc# s p par y se^mM»j««i^T^i, miasm 

20 PPARyS*#Ote^fiH4Sr*IlfWt-«TV^rf=^ f s fcsv>tt 

3 6 § *©»^Sr#WW-C #5PPARyI &«$ffi!?ipftl H\ jfiUffftTflU » 
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7^^w hmk&®<o®&ftM&}m&m<o--^&p par ag^#-c*fc5 

5 ^ t hWM LTV^5 (Nature. , 347. 645(1990) ; J. Steroid Biochem. Molec. 
Biol., 51, 157(1994) ; Biochemistry., 32, 5598 (1993) #f$) „ Z.flt>(DZ. 

t^.y^^yy-Y %fcfr®&mmk ihpparo %®fc<o mm tt* 

10 rfrU^fc^ PPARatfS|II#-f5£^©44t UT, W09 7 3 

6 5 7 9^^#^C^:llE?i^^WUTV^§ri^^$^^f Co £f Cs J. 

Lipid Res., 39, 17(l998)ia*P P AR ag^ft<£?gttfcfc:<koTift^y 

(hdl) nix^^c-^i^ffi, ^tlt, fg^gy^se (LDL) = 

Wn-zi^iWD^Se (VLDL) 3Wrn^ Z^aZW-? 
15 K©{gTf^ffi?r^r UTV^ 5^1 i:^^^$3^TV^ 5 0 Diabetes., 46, 

348(1997) h^ik&yoV— o, -<if 7 ^ ^V- h let oTlfctp 

e g %<Dm$L%%mi-z> ppar« »^jiiiiK<£T^j> iifjiiifeii^m t 
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P PAR 8 SWS#«r*itfc«gttfl5 Lf- y K^P PAR 6 

PPARSf^ £ttCPPAR/3, fc5VMitb©^!iNUClifc 
*fc$*ltVS. n ftl^C P PAR 6 <D±Vom&k LT, WO 9 6 0 1 4 3 
5 O^itl-lihNUClB (fc bNUCl i 1 T 5 /!fcj*&5 P P ARf"^ 
-f^) flSfc hPPARa J ^^^fi|^/V ; eVW-fe7 s ^-<D^S14^«I$!lt?f 
5rias*$tlTV>5. &3£, PPAR5SeRfci*VMRfilttfc#U 

PPAR5Sr*aiC«gttflsi-5ft:^«J (T=T~*h) (WO 9 7 

2 8 1 4 9#W»t)x ^(^tl^ftWHDL (flS^&y#S6) = 
10 ^'^7 i ^w^±#^^LTV^Sr^:^^$^^fc 0 $£oT\ P PAR 5 

15 nz-btiZo 

M3U£* WO 9 8 2 8 2 5 4#WiW#fctt % (A) 

A A_ X 1A Y 1A_ x 2A_ w _ (CH2)nA _ CH gA 

| (A) 

X 3A_ R 3A 

20 &&s A A «:g^^tTV^Tt) ilVT U ^aESfcttfc^S&aSfrU 

|cl~8©WwyI^U X 2A &^#> lfc*JD!C-?$«r*fc>U W 

*fc»bU X 3A «^^^Sr^U R 3A tegm&£^b-CV>Tl>J^ 
25 #*»l~8<OT/V*/u£$&*fc>U nAtel~4©It^f 0 ) 
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WO 9 9 1 1 2 5 5#9iflWteWU -$8l& (B) 
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R 1B (tCl~8T/^/l'S^Sr^U R 2B (i-COOR 3B S 

iV\), E lB ttCl~8T^V>*»«*>U E 2B te-0-g^£*fr 

1 5 bfc. ) o 

*fc % ^K^i#^^»!l3 (3 5) tCttx 5£ (B-l) T^ftSft-SWIB 
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(1) -flES; (I) 
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X fi (1) W&k* ' * fc tt (2) C 1 ~ 4 7 A"* V ^£ U 
Yf±(l)-0-S, *fcfi(2)-S-*fc£fcU 
10 Z&C l~47/^l^yS^U 

Ati(l)-0-S> £fc«:(2)-S U 

R l tt(l)COOR ! S, (2)CONH 2 £, (3)CONHOHS, (4)CH 2 OH 
£ N (5)CHOS> (6) lH-ff7^/V-5-^/H, £fcf±(7)3, 5- 

15 RWDTkmiC^ *fcf*<2)Cl~8 7**/l'£fc*fcU 

R 2 *5J:tfR 8 H:*ivPnaSfcb-C^ (1)**JK^ (2)Cl~87/^/H, 
(3) C 1 ~ 8 7/V=* dr * « (4) 7 * $ ftfc C 1 ~ 8 T iV 

R 4 tt (l) **JW^ *fctt(2)ci-8 Tyv^/vS^i? U 
20 Df*D\ D\ £fc«;D 3 £^bU . 
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ring lfe-®$.tci*£.m*& : fa£tlX^Xi>£^C3~l 0<D^$.tc 
5 D 2 \t 




10 ring 2ttmmm*. mmmtttctefiiMm^frbmviztiz i~4<@<e> 

D 3 ttC 1 ~ 8 TA^/l'&tr&fr U 

R 6 (2)Cl<v87;^I, (3)=hoS, (4)NR 7 R 8 S, 

15 (fi)/Na^JK^ (6) C 1~8 7/>3^S, (7) C l~87/^/VftI, 

(8)cF 3 ms (9)cf 3 os, m-^tcn^utmm^tix^xhx^c 

£ WiSft $ a>r v ^ t> 3 ~ 1 o M <&i£ai* r± - S^t 1 ol7!J- 

20 /W&^fr U 

R 7 *5j;tfR 8 l*s -tivetUttStUTCD^liC^ *fcf*(2) C 1 ~T/^/v 
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(2) zfrbvm&tf&s 

/K ^^;K ^fvvgfciWft&^teffc-efc 

ffl^WK Cl~4m^yiat 7<^t^ ^u> s mm^- 
10 #BJ*B#<k C l~5T/^l/^Si:fis ^f>^ af^V, 

^WMW*. Ci-ZTJu^-uymtiX ^f^s 
15 i/v^iOT^fe^ttfr-efeSo 

v\ t/b^v^ ^^A^d-^-Vs ^<f^;V^i/ s 



25 
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^mfUm^s ring l*5it5R 6 tCj:oT^t>$^^, — «flS*fcf4£SWS 

maZtix^x t> ,kv>c 3 ~ 1 o y -/i-i lt 

f4, i/^n^n^x, S^n:/*^ VW<y?y, i/?u^* 

10 i/?u^-7#y s i/?n*?#i/^ ^a/fy, ^nf*>> 5/ 

^a/o^ i/^p^fy, i/fwzyTy* S^n^^-fei^ 

n^^i^x^ i/?u$-##i?x.-y^ ^y&y^ *<V9W^ rxvy, 

15 V % 4y?y* -J-?*^ Th7tKnt7^I/y, /N , -tKnt7^V' 

^Wftfl^ ring 2#£tfR 6 KlJ:oT^:b£;ft5> R*]*^ MiDSC 

^ 3-1 0&<D&&tiitl*ZM7^TnmTV-/i'k LTte 

% fc°n-/K -r^^y-/K hVTy*-/K rb7^/K ^7^-;K t° 

25 jyttW*-^ f7^-/K >fyf7^;K 77^y. *r*WT*S 
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—;V S *r*Wls s ttf-VTi?^ ^ihiffy, **y-i?7W^ ? 

v ^y^^K-/K -f^F!)?^ ^77^ jy^yyy? 

5 y-/K >ry*/y>\ *yys^ ^y^, 7*7^ 

i-y=?Vi?y, ^/^f-y^ ^/y^ wi;^ ^^y;*- 

<4%?*/y ^ 4%tr % /vWs byryy^ hyryys^^fyy 
yy, ^h^yy^ t'^yyv, vjyytry* ^tFotfys?^ -r 

15 y> fcV<7S?>\ Knt°y^^ f h7t Ko try K 

tf-^-fe*^ j?fcKB77^ 7h7tFo77^ S^fc Fn 
20 t°7^ 7f7t Fnt'7^ Fn^'fetr^ ff7t FntW^ 

h7t Knf*7sy, Kn^-fy (S?fc Fn^t°7V) N xhyfc F 
n^-r^ (7 1 h7t Foft^7^), s?t Kof 7h7tFnf3: 
£V N /Vt Fofxtfy, Fntf-^MJ-y— /k fF7t Kct^t/ 
25 (^f-y y v^k -^t Fn>f y^f-y— /K rh7t Fn^ 

f-y-^ y^iJ-yys^k Fn^-ry-zK rF7t Fn^ry 
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iff:/, /*-fc Kn^-driJ-^t°y N Kn^-dr-^^r^t°^> 7(«7t K 

f F7t Fnf7^ i?K Kp^Tv'Tv^ x h^t Knf Tv'Tv 5 ^ 
10 Kn^Tifb:'^ ff7tKDfWy, /^t Kof 7^fy, v> 

t Kn^T^T^fc 0 ^ 7h7t Knf7v?7f^^ Kn^T^T 

i?t°^ ^*y>\ j-ar^^y^, ^-y-^T>\ -f^Kyy, -ry^r 
^y/77^ t Ko^y^y)/77y> Kn^yywiy, 

15 /<-ls Fn^yyft7xy, Kn-f y^y^ft7* V N fc Ko 
^y^^y*^7*^> i?t Ka^y^y*-/K Kn^r^y*-/K 
i?fcKpdry y^ N f F7tKn^r/yy> /^tKn^yjJy, Kn 

-ry^y y ? h7t hwy^y y >\ Kn^ry^y y^ N 

Ka7^7^ 7f7t Kn7^7^ Ko7^7^ i^t K 

20 n^fUv'y 7b7tKnt7f^i?y ^-tFnt7f^^ 
t Kn^y^rf-y ^ 7f7t Kn^y^f-y Kndfy^f-y ^ 
^tKndr-7-yy^ 7 1 f7t Kn^7- N /y^ /^tKn^tyiJy, ^ 

kKn^y/])y s 7 s - F7t Kn^yy y ^ N />°-tKDwyyy N 

25 95?y*A^y^ i?t Fn^yyt^t % /wK /-t Kn^ymt 



12 



WO 02/051820 



PCT/JP01/11255 



i??-*7^ W-rv^ i?**D->(>yy, ^yj/^t^ 

#»9!<0SP* ^MW&R&s PPARoliM P 
PARylfflM PPAR5i$im PPARotS^ylim P 
PARa*5it/5MfiJWJT*fc9, #fc#*L<tt % PPARaWyl 

10 **W©PPARffl#gfflfc«u PPART^hfeOTPAR 

L< &P PAR aS7=f-^ K PPARylT^K PPAR5 
®T=f-*K PPARaWyST^K PPARa*5J:t;fil7 
=r~* h-CJfeO^ «Mil#*L< W\ PPARa*3£t>'y§!T=?~* hT'£>5 0 

fluffs T^^S, 77W=» ^^£*5 <fc tmi"* V ^SfcttgaK© t> ©*5 J: 

(E. Z, b7^*#)> *#&*©#fc$fcJ:5Stt:# (R, Sfc. 

IB* 

25 
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mas, ?@^i&> 7v« N ■^wi'swu 

fx-y&BL* tty^fr-fcyWM., ^^^/v^^iS, ^vff^/^v 

25 *3swtcH:-«^: (i) x^zfrzttmte&totommm* &£xfi±& 
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5 *wmm*. x£LT#£L<f*. tuttec i~4 r^wm 

g£l/r#SL<f3\ (-CH 2 -K ^f^^ (- (CH 2 ) 2 -k 

^fcteMM^v:/ (- (ch 2 ) 3 -) m\m^v<^^^ (- 

CH 2 -) T*fe5 0 

L < ft - O - £> 5 o 

ZiLT0£L<ft. (-CH 2 -) N ttctt^U 

y (- (CH 2 ) 2 -) T*fe«9> #fc#£L<&^l^ (- (CH 2 ) 2 -) 

15 #$$B#tK R 1 iLT0*t<^ COOR 5 S, CH 2 OHl^ 1 H-X 
=y 5 -sf/umXh 9 ^ U< liCOOR 5 lt^5, 

^^♦^ R 2 &<fctm 3 £LT£F£L<«\ 7K*1I^> Cl~8 7/^ 

£fc&C 1 ~ 8 *isX*h V) , #1310* b < teTK^M^T'fcSo 
^BWH*^ R 4 £LT03;L<f3\ C l~8T/V^/v£T*fe!9> #^0* 

20 LO^^ST-feSo 

^JNB^ At LT#£U<ft-0-£. *fc«-S-Sl?fe!?^ 

25 ringli: UT0* L< W\ -$gfc&£gpt&fn£;ft/^ 

Xh 3 - 7 ^^^ST y -/V-T'fc «9 s #^0^ t < «C 3 ~ 7 ^ 
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ffliNB^x ring2i t< fc s ^fffll^% SlPllSiH^fcftfiiE 

£ ftT V <fc V > 3 ~ 1 0 M <P^£ fc "S^r- ofTU — A'T? fe 0 > 
5 #£03; L< 1 ~ 2<@ 

b-y^^ t^u^^x br^s^au f^^v^m, 
10 (i) x*7F-&frz>tt i -&m<Do%^ fr-nL^fc&mt^xtes 

(I-A) 




20 0£<K •r^T^l3^MiatPCic*^*^i- e ) -c^ftsfci^ *j± 
tf-jt££ (i-c) 
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5 #sm<oAimi3itokmk lt^ m 1 ~* 1 3 t^$m^^ 
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U A S & 4 mm M Istc^y^yt-mmZWA U 4xUAS— TK— L 

5 ga^J## 1 : G a l 4 H 6^1^ £iH 9 SI Lfc^ ^ ^f— M^l 

5'-T (CGACGGAGTACTGTCCTCCG) x4 AGCT-3' 
@£&Ga 1 4®e^DNA^Hi^©*^3j?^^*ig^s ^ftg^frfc 
P PAR a %tz.\-ty^MW-<0 V # ^ Yfe&ffl$,%W&^t^ 7Sf 

10 "<?#*-2 (PicaGene Basic Vector 2) (j^fp^x 2"fr 

f± N ^P^No. 309-04821) SrS*38^^ ^ £ LT N :7°n^-*— • a: 

Ga 1 456©DNA^f^ l#i3>£> 1 4 7#B * S /MB 
15 ^3-Kt5DNATfc fc hPPARa*fcf±yg£fc<0!J#i'Kifc 
^R«Sr3^K1-«DNAaS N 7U-A^5 £ 5 Ci^Lt, PicaGene 
Basic Vector 2©7"d*^- • ^^^HWKTilfcHIA bfc 0 

y #>- FII£«fc©T $ / 5Ki»^ S V 4 0 T -$m (antigen) $i&<D 
20 ^^ff Al aProLy sLysLysArgLy sVa 1G1 

:7\ TyrProTyrAspVa lProAspTyrAla (1E#I 

##3) kmm&Jt* wzmzwrtz <t 5 ^dnaih^j^ ltc 0 

25 t fPPARa*fcttyS^0 9^Kfe^i«i:UTffiV^«3i3t^ 
^5>{i: N Pu Mukherjee (J. Steroid Biochem. Molec. Biol., 51, 157(1994) 
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#$0 N M. E. Green h (Gene Expression. , 4, 281 (1995) $flSK A. Elbrecht 
h (Biochem Biophys. Res. Commun., 224, 431 (1996) #H£ fete A. Schmidt 
h (Mol. Endocrinology., 6, 1634(1992) #1$) ^IS^^tlfc, fchPPA 

5 tfPPARaU^Kig^: Se r 167 -Ty v m 
thPPARy!)^ Ki£<3^ : S e r 176 -T y r 478 
(fc h P PAR y 1 fc h P P AR y 2 Ser^-Tyr 606 fcffiS 

«k^^^H-5^PS:*^^— f ^< , PPARU^fy Mg^ffitf&fcfcLfc 
10 Ga 14lfi©DNAg^f^ 1 #@ tf>6> 1 4 7#S *T?©T 5 7 &£$f 

(2) t ^PPARa*fcftvS^^V^fc/^v > 7^7-ifry'fe^ 

^/l^yrn&^-^/Vigjfc (DMEM) tWilM (GIBCOBRLft, 
15 P 9 No. 26140-061) & 1 0 % ft 5 «fc 5 fc«*D U $ 6> 5 0 

U/m 1 <D^~is yyGt50^g/ml ©Sfcft* h^hW x/^Mx.tz. 

Utf-f-Mfc*. Ga 1 4-PPARM^^^©MDNA^ &± 

20 a (dish) £2X10 6 cells M LT*3#, iktt^* ft V^«n?-|IIft*Mft 
ffsfcjifc Lfc^, m%i& 10ml £rfln*.fc 0 U^-^Htfi-?- 1 0 ix g N G a 
1 4-PPAR^^^-0.5ju gtVtfy*? hT^y (LipofectAMINE, 
GIBC0 BRL *± % * * P ^ No. 18324-012) 5 0 a 1 & £ < ^ U _L 
IBJ§*x W (dish) fcS&in Ufc 0 3 7 < CT*i§*£ 5-6 B*ffi8tf\ 10m 
25 1 Omr^WJilkft (GIBC0 BRL *fc N # # P ^ No. 26300-061) 2 0 % «r£t? 
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ft $ ■£> 8000 cells/ 1 0 0 m 1 DMEM— 1 0 %jgUrdL$t/well <DM$&& 

m<D2femm*'Stt*mwfc&y>)<D i DMEM- 1 o%ffir&mw&i oon 

**5 % *H»-C, PPARo^UTWScfc/Vi/7*7--tfatfi^-©te^ 
Sr^-fb-CtSHH^fiBft-frft*^^^!?^ (Eur. J. Biochem., 233, 
242(1996) ; Genes & Development. , 10, 974 (1996) 1 0 nMW3W&<D 
Asi/7x?—l£tg&& 1.0 t bfctf *38WflS^*l 0 /iMttHOft 
10 ttfgttfcSU^Lfc, 

PPARyW LTWEfc/W/7 * t" — ^ate-T-Ote^SrSHtftlT? 

TV (Cell., 83, 863 (1995), Endocrinology., 137, 4189 (1996)33 J; t>* J. Med. 
Chem., 39, 665 (1996) #J$) 1 0 / iM^)IIi©^v'7x7^tt^ 1.0 i: 
15 Lit t # #3§9H 1 0 ix M^JlII*©ffi»«*£** 2 ^ Lfc„ 

*fc, it^b^^LT, JZTKm- W09911255 -5§-9lftl#, &JK093 (3 
5) B*©flsA*fc«BLfc. 




W09911255^J(B# % (3 5) fB«fc£$ 



WO 02/051820 



PCT/JPO 1/1 1255 







mmm2 


0.4 5 




0.0 1 


mi 5 








2. 6 ! 




0.004 



10 oT»£f$ 5. 

jtL«F38j:tyjlimjflBg(DteT^ffl (1): 
il4KKAy/Ta Jc It?* (1»5EE) £85IiK'A#^ ffig'J 

15 ■Hfc*nrfcfxfcv\ £*&n*tt-s. gftH**3B (o B), #*&a!£u 
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0.01% (w/wk 0.003% (w/w) ttemm, ■bL<tm3mn&$z.xmn 

-fit, MM^hV ^V±V K (TG) fll&SlJt-fS (f&fen#ifoJt, TG{jt) 0 S 

>r v > - wmttte (nefak &u*goi\ GPTfcmis^s' b& 

36»e>jftRNASrttfflU /-f^Pyf (Northern Blot) StioTIl 
10 »<Z>30 N (fc£**r 0. 03%j£VM* 0. 01%, 0. 003%^t?i& 

*#^)iWT^#ftjSv^igJi>i\ W^ 5 ^ Lfc&^Mtt o. 03% 

M ^4^4 Omg/k g/d a y t45. 

KKAy/Ta-r^^fc*5*t5ia*J*©jliL»% JfiL^-f ^ y ^ NEF A 

^fff ©3^*<0^mfi^li^» P P A R a <D±mz&V 3igt*flS&K& b 

20 ife»:teJ:trtiLfrllBg©teTJfcffl (2) : 

tH*Z u c k e r fa/fa^yf G£%£ Crj-[ZUC] -fa/fa) „ XT/IE 
^fiRttfty^-^ (lean) yyY Crj-[ZUC]-lean) &8iitftT?JiA 
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^u-^v^itt, ikffi-mmmm (nefa) • tg n tm:Hb 
ai cmg^mfe-t-Zo r^-eHbAi cmRxffcM*%w,frLxmiM 

zH^xmmni&^-t-So ttmmRTfjEmtmm aemyyh) \c 

^XKMfcXhZ 0. 5% MC&g;#-f 5 C 

^XUtinM, skW- NEFA • TG, »HbAl c 3t$f£M£-f 3 0 3: 
fc, ^H^l4 0g^pi^#^ (OGTT) Sr^iiSU »3&tB&3£ 
flUlfclMlrt**. OGTTti, *©ttB (fi#H#ffel 3 0B) itHft^t 

15 i^2g/5ml/kgffliT'ftn^t5 0 6 0^120 

OGTTilTfs J&HlrSiU 5 0 Btefc#£Wfc£*£S 

TT'^7^#»^iLU J&USr • Sk^Jy* yy-NEFA'TGs HlX$ 
20 GOT, GPTSrrUjRO^y h&%^Xfflj£fZ>o £fc N J3ffii£fiii±l U S 

Zucker fa/fa?^ ££#5&&B#<PlfoJ^ JfiL^-T V y s 
NEFA, Hb A 1 c^*5V>»JiLj|l^ TGtfO<STf^ffi»4lt**!'^*JffiJiL 

25 OGTTm5WJMWoftT^i»*i»»^fflll 



61 



WO 02/051820 



PCT/JP01/11255 



P PAR a ©£ftfc::fctt5ffiteft;«:KlfcLT^3 £ t ifimSt^M. 
5 A#B#¥f& 3-40, 3kg (Di$mfi -94 If /i"&JfcA U ifc 

1 0 0 g&l 0 llaU&ftfi-S. «ftjJSJitf^tt«lt4flHBff H^WKrtfcft 

10 *s. i4$m<v^mMi?*ftfo\ «MMM»2a, &tfiafc# 

OT ■ GPT • 7/^ y 7t^77^-^ ' ^61 • I'f'Ii • ^ VT^ 

. ^ urf^ydrt-f • jfttr y • ifbjf • wtp-zv • h 

15 DL • LDL • TG©88£) ZmM-TZo MZ-X, -*»Rt8&tB3& U IMfc 

ftV\ lH3^lri!l^lt5. 3, 7, 10, 1401* 

V*tt^9!'ffr£W3~l OOmg/kg/d a y Sr^tfUtt*^**^— r 

/i^traim stjbv^c 140 T&mm&nnmS'-fZo 

£ N l, 7, i4 0BO«Wft^W*«ricJ^U J^©jfc*^W*tet 

25 i^?|^ibS e Sfc, S#PB*&Kf3a, ra4il4Bi«t, 1, 
2, (iB*nolW&i*nB) 81, 2, 3*Wfc«K(fcHMR 
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je%* ~ ? << ?mz& ft 5 ^m^skmr Gm<D®rft% KMrnskm^mm 
mm 

-J&5£ (I) T^£ft5#BWt^s j3J:OT:nbO**tt*tt> PP 
#CPPARa7^ h^ffliSitF/tfettP P AR 7 T ^ M1^& 
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&5#> J&A-Afcfc9 N lHHco# N img^6>iooomg©|6BBt* 
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/na 7 * h fc if© S Jgfi- 5 V>f*I&&i&l&S© 7 >f /v A-e«E« LT 

rf s SUfck, fc^WSft*. r©««> 5R£tt>Si#«?3«K 

*Mcfiffl8U «#J©<fc5&»£!U .U*#*l* m*^J> ttRMfrS 

15 j^n&^©fc&©^©ffi©Mj&^£ LTft, th£o*fcfi*;h£U:©igte 
20 ^ttx «*.«*S4#WF»2, 868, 691#*5 itf P»3, 095, 355#^P b < IB* 

/k *y -:/»©* 5 fcfc«&#u ^/^©iSfcr/w*-*^ ^yy 
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mm. umm, %m> am g&tM 7* m 

15 l«§Jl5fe©T'tt^V\ 
20 

3- (5-fc Kn^v"-3, 4-v?tKBWVy-l-^) ^o/^^ 



HO 
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3- (5-* h*V-3, 4-^tKnt7^Vy-l-^) ^c/^ 
m. (25. lg ;4fc*Bfls£4& (J. Chem. Soc. Perkin Trans. I. , 1739-1742(1987)) 

#{$) fc*r»*trjji?y (2oo g ) uian^ 1 8 owaBSfiBS&ttut, 

^^^tKT^U At^^^S'**^®*^ ^ETiils TIB 
4^te#1-3«Hfc«£* (11. 8 g) 
10 TLC : Rf 0.42(;?pp#;/KA : *9 J — ^=6 : l) ; 

NMR(CDC1 3 ) : 8 9.21(s, 1H), 6.98(dd, J=7. 8, 7. 6Hz, 1H), 6.71(d, 
J=7.6Hz, 1H), 6.70(d, J=7.8Hz, 1H), 5.82(t, J=4.4Hz, 1H), 2. 68-2. 50 (m, 
4H), 2.360b, 2H), 2. 12 (m, 2H) 0 

15 

3- (5-tKa^-3, ^u^y 



20 mfr*9/—A' (4 0ml) fc-iotHcaWPU T/w^tf^SKT; 
iftft;^*^ (5. 92m 1 ) Sr^o < !3iTU — l 0t:"T?2 0 ftmmt UfCo 

z.v>miK&%M i "c^3t \~,ito&m (ii. 8 g) iit 
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= 50:D -ciiwu yffifa'tm.tt'tzwmtt&m ao.6g) &#fc 0 

TLC : Rf 0. 72(^ p n^/VA : / 9 J — ^=10 : 1) ; 
NMR(CDC1 3 ) : 5 7.06(dd, J=7.8, 7.6Hz, 1H), 6.88(d, J=7.6Hz, 1H), 
6.70(d, J=7.8Hz, 1H), 5.88(t, J=4. 4Hz, 1H), 4.93(s, 1H), 3.68(s, 3H), 
5 2. 82-2. 62 (m, 4H), 2. 58-2. 49 (m, 2H), 2.26(m, 2H) 0 

S-fcVSp^/v^v'-l, 2, 3, 4-ff7t Knt7^Vy-l-t 



10 




5-fc Kn^y- 1 — r b7oy (30.0g) Olfys?^ (18 0ml) ^ 

asm 4 s / 1° y v 5 ^ (1. 13 g ) *M%.it&^ sw&tn * /< 

Ct-f/W (25.0ml) HITU Lfc„ K^^ftS:**-?** 

/^7A^n-7h/77^ (^f-^ : %fflt^jU= 9 : l->5 : 1) T* 
»«U Tffi«Jtttf[Sr ; rr5Sjl^«> (45. 4 g) &#fc 0 
TLC : Rf 0.42(^1^ : H^?vU=5 : 1) ; 
20 NMR(CDC1 3 ) : 5 7. 95 (dd, J=7. 8, 1.4Hz, 1H), 7.33(t, J=7.8Hz, 1H), 

7. 19 (dd, J=7.8, 1.4Hz, 1H), 2.79(t, J=6.0Hz, 2H), 2.65(dd, J=7. 6, 6.0Hz, 
2H), 2. 19-2. 05 (m, 2H), 1.40(s, 9H) 0 
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2- (l-tKP^-S-^P'f/Vt^-l, 2, 3, 4-7>7t 



5 (16. 9 g) O^TK^^if^ (6 0ml) SftfttCH 9* (ft&ft) 5: 

JH*. % il^Lfc^ ##M3T*M5tbfcfb^ (45. 4 g) *5<t^a*S^ • 
^^jl^X/V (25.0ml) (DMfo^y&y (12 0ml) agHftSrflrFU 

F^77^- (^f-y : @^H^^= 8 : l->5 : 1) TfllffiU TIBfc 
tt«*i-*fl«lflS^* (33. 5 g) %#fc 0 
TLC : Rf 0.52(^MJ-V : gffli^/U=85 : 15) ; 

NMR(CDClg) : 5 7.42(dd, J=8.0, 2.0Hz, 1H), 7. 17 (t, J=8. 0Hz, 1H), 
15 6.85(dd, J=8.0, 2.0Hz, 1H), 4.16(q, J=7. 0Hz, 2H), 4. 10-3. 90 (br, 1H), 
2.80(d, J=14.0Hz, 1H), 2.76(d, J=14. 0Hz, 1H), 2. 68-2. 40 (m, 2H), 
2. 12-1. 44 (m, 4H), 1.35(s, 9H), 1.24(t, J=7.0Hz, 3H) e 

20 2- (5-fcV?n-f/Ktar^-3, 4-v>t Kot7^l/y-l-> f/V) & 
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4 vmm Litfc&m (33. 5 g ) © h/^> ( 8 0 m 1 ) «^ p 

- b/^y^/V^^ • TR^t) (1.52g) StJIIx, 1^31^UfCo ^M*T- 

f/i^=2 0 :1-»10:1) X-ffimU TB*ttH«r*i-*«lft^* (13.2 
g) £#fc 0 

TLC : Rf 0.56(^MM' : @f^a:^vk=3 : 1) ; 
10 NMR(CDClg) : 6 7.18(t, J=8. 0Hz, 1H), 7.08(dd, J=8.0, 1. 0Hz, 1H), 
6.86(dd, J=8.0, 1.0Hz, 1H), 6.01(t, J=4.5Hz, 1H), 4. 14 (q, J=7. OHz, 2H), 
3. 44-3. 40 (m, 2H), 2.63(t, J=8. OHz, 2H), 2. 36-2. 23 (m, 2H), 1.38(s, 9H), 
1.22(t, J=7.0Hz, 3H)„ 

15 ##ff!l6 

2- (5-tKn^-3, Fui-y#uy-i-Jjv) ffim • ^ 



20 tK&Tx ##09 5 T'Mit Ltcib&W (13. 2 g ) * / -)V (50ml) 
mmz1-h})VJ±^7~-h<D^?y-jumk (2 0ml, 2. 6M) ^ITU 
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y-y : ^m^/U=4 : l->2 : 1) "CftlS Lfc 0 fabtltcX't /V&^y- 

m (7.73g) £#fc 0 
5 TLC : Rf 0.34(^^^ : @^^/V=3 : 1) ; 

NMR(CDC1 3 ) : 5 7.00(t, J=8.0Hz, 1H), 6.78(d, J=8. 0, 1.0Hz, 1H), 
6.63(dd, J=8.0, 1. OHz, 1H), 5.98(t, J=4. 5Hz, 1H), 5.25(brs, 1H), 4.15(q, 
J=7.0Hz, 2H), 3. 44-3. 41 (m, 2H), 2.74(t, J=8.0Hz, 2H), 2. 36-2. 23 (m, 2H), 
1.23(t, J=7.0Hz, 3H) 0 

0 

5- (5-^h^>-3, 4-v'tKoWVy-l (2H) —fVf^) 



(4-^7/v^>ix^/v) mj y^tvfo^yj-y^wJ K (25.0 
g) (DM AT by ^ Kn77^ (200ml) $&&\Z#V 9 J* t-^h^rfK 
(12. 7g) ^Jnx., 3 0 < CT*l^F B im#tfc„ sjewhwcs-;* h**'- 
l-fl<7ny (5.0g) Orh7tKn77>' (2 0ml) SSSRSrflU*.* £ 

TLC : Rf 0. 34(^3^:/ : g^gfe^^=2 : 1)„ 
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5- h**S-3, 4-$?tKnt7^Vy-l (2H) -JVJ'y) 



&nm 7 "?wm vitit&momfo*?* ^/wat $k u omn mm 

7 As (5. 3m 1 ) P ? A (17. 6 g ) Srfll*.. g^T— 

Us T^ftttfi^w^-saaifls^ (6.8o g ) ^#fc 0 

TLC : Rf 0. 72(^^-y : g^^/U=2 : 1) ; 

NMR(CDC1 3 ) : 8 7.18(dd, J=7.6, 1.2Hz, 1H), 7.10(t, J=7. 6Hz, 1H), 
15 6. 70 (dd, J=7. 6, 1. 2Hz, 1H) , 5. 96 (brt, J=7. 2Hz, 1H) ,3.81 (s, 3H) , 3. 66 (s, 
3H), 2.71(t, J=6.4Hz, 2H), 2.48-2. 18 (m, 6H), 1. 89-1. 71 (m, 4H) 0 



5- (5-tKn^-3, 4-^tKPt7^wy-l — (Ad -<y#y 

20 m 
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8 xmm (6.83 g ) -mm& 0 9 g ) 

TLC : Rf 0. 12 : |^g|^^=2 : l) 0 

i o 

5- (5-t Kodrv--3, 4 -S?fc Yn-jry^ W- 1 — f/l") ^<^y 
10 & • ( *^vl/in.*7Vl' 



- 3 O'C-C, y * y — A? (25ml) \Z&{k<?-$-~/l' (l. 9m 1 ) 

-20^1 5#p B m#Ut 0 RJS^K:##«99*ct8tU^k:^«i©^^ 
15 /-/KlOml) «f»SrJn^ 0&mtifcl,1t. £Jftafr4b«r«l 

: i) xmmu TBm&m&trtzmmtt&m (4.9i g ) 

20 TLC : Rf 0.48(^=¥f-^ : 0^^JV=2 : 1) ; 

NMR(CDC1 3 ) : 8 7.08(t, J=7.8Hz, 1H), 6.86(brd, J=7.8Hz, 1H), 6.68(dd, 
J=7.8, 1.0Hz, 1H), 5.85(t, J=4. 4Hz, 1H), 4.96(brs, 1H), 3.66(s, 3H), 
2.70(t, J=8.0Hz, 20, 2.49-2. 17 (m, 6H), 1. 89-1. 45 (m, 4H) e 
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1 1 

N' - ((IE) -5-t Kn*$/-3, 4-i?K Yn-r7*W-l (2H) 
— T 3=?v) -2, 4, e-MJ^y^/w<ytf^A*/t K?S>K 



5 




2, 4, 6-h})<< fc?/W< Vi=f V^/Utfwl'fc K? S? K (36. 8 g ) 
:j3«kt*5-t: Kndfv— 1, 2, 3, 4-f f7t Knt7^^-l-t 
>- (20.0g) <DJ#/-/V (2 50ml) ^K^tH* (4.3ml) Sr^fiT? 
10 Jnx., 4 0 e CT2^r H im#bfc o £&*S£«7k^ ItitmmWLit, ffi 

mi>tc&M,z?>®.Ltc 0 hma&&*z ^jet^u t 
ma ! &m^irz>wm\k'&® (49. 2 g ) zmc 0 

TLC : Rf 0.28(^=3rf-^ : g|^x?vu=3 : 1) ; 

NMR(CDC1 3 ) : 8 7.57(br, 1H), 7.56(d, J=8. 1Hz, 1H), 7.16(s, 2H), 6.99(t, 
15 J=8.1Hz, 1H), 6.71(d, J=8. 1Hz, 1H), 4.37 - 4. 24 (m, 2H), 2.88(m, 1H), 
2.69(t, J=6.0Hz, 2H), 2.43(t, J=6.6Hz, 2H), 1.96 - 1. 85 (m, 2H), 1.30(d, 
J=6.9Hz, 12H), 1.23(d, J=6.9Hz, 6H) 0 

20 S-tKn^-S, 4-v>t Vwry*lsl/-l-'(;v*?;~-;v 
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##0U l*C«fitfcfl5^4fc (49. 2 g) ©JfekT^yt Kn77^ (5 1 
0 ml) W&fc, -7 8°CT*n-^/HJ^!>A ( 2 2 1 m K 1. 56M in 
hexane) Sr*TU - 7 8 «C*T? 3 0 ^IBJW^ Ufc. KJSa^»^0 < C*'(?# 
5 iSlfci, 0W3 0^IBJt#Lfc. *?&T, RJiSJa^fc^^AT^ 
7t K (11. 7 g) 3K&*T?#aLfcflU m#IWjt#Lfc„ »T> K 

10 :Vm*7fi*=3 : 1->1 : 1) "CJtRU TIMM****?"**! 

(15. 7 g) £#fc„ 
TLC : Rf 0. 28(^=3rf"^ : #1^x^71/= 2 : 1) ; 

NMR(CDC1 3 ) : 5 9. 17(brs, 1H), 6.94(t, J=8. 1Hz, 1H), 6.74(d, J=8. 1Hz, 
1H), 6.68(dd, J=8. 1, 1.2Hz, 1H), 6.01(t, J=4. 8Hz, 1H), 4.50(brs, 1H), 
15 4.25(d, J=1.2Hz, 2H), 2.60(t, J=7. 8Hz, 2H), 2.22 - 2. 09 (m, 2H)„ 

mnm 1 3 

5-7* h^iO* h^v--3, Fx*1"7 fists- 1—4 As* fiS^A? 



20 




2T»8lJftLfc'fc'£*& (15. 7 g) (P&TlCT 1 b7t Kn77V (13 
5ml) Jg#fc*}frT* TK^b-T-hy^A (3.75g N 63.1%) %^JDx.> 
■C 3 0 #WJ*# Lfc 0 KJi&M-g-©^ n n ^ 5vM J-fra^ tA< (7. 41m 1 ) 
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5 1) T-tlU TfB«M£^5^Mftl^ (15. lg) £#fc„ 
TLC : Rf 0. 38(^^r-^X : %f&^;V=2 : 1) ; 

NMR(CDC1 3 ) : 5 7. 16 (t, J=7.8Hz, 1H), 7.05(d, J=7. 8Hz, 1H), 7.00(d, 
J=7.8Hz, 1H), 6.14(t, J=4.5Hz, 1H), 5.20(s, 2H), 4.51(brs, 2H), 3.49(s, 
3H), 2.82(t, j=8.1Hz, 2H), 2.30(td, j=8. 1, 4.5Hz, 2H), 1.46(brs, 1H) 0 

10 

m^m 1 4 




15 

##0U 3X*M&Ltc4k'fr$i (7.53 g ) fcir;MJ7x^^7^y 

(9. 59 g ) ©Sj^fl/y (110ml) mmfcTkftT, EH^* (12. 1 
^fr^-T/l'&£Tf^*y-y<DU&m]& (5:1) IMTh]J7x=;l/ 
ovf^77^- (^fy:St^=2 0 : 1-»1 0 : 1) T*3»^U 

rmmu^i-mmit^ (e.32 g ) %#fc e 

TLC : Rf 0. 76(^f->- : BB^f-^=2 : 1) ; 

NMR(CDC1 3 ) : 8 7.20(t, J=8. 1Hz, 1H), 7. 12 (d, J=8. 1Hz, 1H), 7.03(d, 
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J=8.1Hz, 1H), 6.30(t, J=4.8Hz, 1H), 5.20(s, 2H), 4.36(s, 2H), 3.49(s, 
3H), 2.83(t, J=8.7Hz, 2H), 2.3l(td, J=8.7, 4.8Hz, 2H)„ 

m^mi 5 



10 2 -> f;>/a/-?yi • * ^-;V=c^;v (5. 11m 1 ) (DM^ h =7 1 K» 
77^ (3 0ml) &&£*#Tn P^^A^y^n^T^ K (22.3m 
1) SrSTFU 3 0 , C-e3 0^B5Jt#Lfc. #t«l 

(6.32g) Oi*fh7tKo77^ (2 0ml) ^ 

A- (^-f>:mm^^=8 : 1-6 : 1) T»«flRU TBfctttt&W 
t5»» (7.02g) &#fc e 
TLC : Rf 0.55(^s^f-^ : ftflfcn^vi^B : 1) ; 
20 NMR(CDC1 3 ) : 8 7. 10 (t, J=8. 1Hz, 1H), 6.97(d, J=8. 1Hz, 1H), 6.94(d, 
J=8.1Hz, 1H), 5.85(t, J=4.5Hz, 1H), 3.49(s, 3H), 3.47(s, 3H), 2.74(t, 
J=7.8Hz, 2H), 2.72(s, 2H), 2. 17 (td, J=7.8, 4.5Hz, 2H), 1. 15 (s, 6H) 0 

&*M 1 6 
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2, 2-i?*'?A'-3- (5-tKB*'>-3, 4-^tKot7^1/y- 




5 

###J 1 5 TfiBt Lfc-fb^ft (6. 78 g ) <D* * / -/V (110ml) 
»C4Nififl2**-^^f->^SR (8.4ml) fcJlljfc, mm^X 5^P9«#U 

10 ^AT-m *8U TE*ttit**i-««lft^* (5.78g) *ntc 0 
TLC : Rf 0.30(-^^rf-^ : Sfflfct?7U=5 : 1) ; 

NMR(CDC1 8 ) : 5 7.03(t, J=8. 1Hz, 1H), 6.89(d, J= 8. 1Hz, 1H), 6.65(dd, 
J=1.2, 8.1Hz, 1H), 5.85(t, J=4. 5Hz, 1H), 4.71(s, 1H), 3.46(s, 3H), 2.71(d, 
J=1.2Hz, 2H), 2.67(t, J=8. 1Hz, 2H), 2.20(td, J=8. 1, 4.5Hz, 2H), 1.56(s, 
15 6H) D 

mnmi 7 

i-^a^o try 7*^-5-^ h^y-i, 2, 3, 4-fh7tKot 



20 
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(19. 8g) Oi*fh7tKo77^ (200ml) D V & t -7 

0.68g) jwrei. 5fflm#tfc 0 Rifc»a»»c5- 

^ f^-l-rhyny ( 5 .0g) 5 WHBJtff Ufc. 

5 £fr#fc^f*gJg£f&ft&^^ifc$£U &S*a&^*^!7AT&&^ ft 
«Lfc. ^S^y*^7^o^h>y77^- (^f-v:^^ 
7^=1 0 : 1) TflMftU TiaW£ffi&^3^Mte-a# (5.66g) £#fc 0 
TLC : Rf 0.86(^3Mf:/ : |^^^/V=10 : 1) ; 

NMR(CDC1 3 ) : 5 7.56(d, J=7. 8Hz, 1H), 7. 13 (t, J=7.8Hz, 1H), 6.70(d, 
10 J=7.8Hz, 1H), 3.83(s, 3H), 2.76(t, J=6.4Hz, 2H), 2. 66-2. 56 (m, 2H), 
1.94-1. 80 (m, 2H), 1.51-1. 40 (m, 2H), 1. 12-1. 02 (m, 2H) D 

1 8 

1- (3-7 , n*7 , P^) -5-^f#^-3, 4-7tKot7^1/y 

15 



1 7 T*^5t Ltcit&m (5. 00 g ) ®Mt (60ml) 4 7 % 

#fb***»tt (2 0ml) aatt?2i*IWI»U^ ®»&^£r 

^-r tf*isV& X°mm., ftHSLfc. ^£^#^#7^ ^1^7 
7^- (^rf-^ : H^^fvl^l 0:1) -CSH&U TiB*tti[SrW*f5 
ISSN'S* (7.05g) £#fc e 
TLC : Rf 0.69(^^f-^ : g^H^/l^lO : 1) ; 
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NMR(CDC1 3 ) : 5 .7. 16 (t, J=7.8Hz, 1H), 6.90(d, J=7.8Hz, 1H), 6.79(d, 
J=7.8Hz, 1H), 5.92(t, J=4.6Hz, 1H), 3.83(s, 3H), 3.44(t, J=6.6Hz, 2H), 

2.74(t, J=7.6Hz, 2H), 2. 65-2. 55 (m, 2H), 2.28-2. 15 (m, 2H), 2. 13-1. 98 (m, 
2H) D 

5 

mmm 1 9 

2, 2-^^-5- (5 3, 4-i?tKat7^Vy-l 



10 




tK^T> 2-t fA'/n • * ^/v^^-r/v (3. 30 g ) (DMAt" V y 
tKD7?y (1 5ml) mWL\Z-yJ-y&*My-7n\?;VT% K (16.5ml, 

2.010 3 0 < CT*3o^jt#ufc o mm^x-vm®.. m^rn^ 

15 (3.00g) ©^TKrhyt Kn77^ (5ml) 

-7^_ (^f->- : Mfcx?*^ 100:1^20:1) fHSU -TIB* 

20 ttuc^wi-sfflR^Mft^ (3.68 g ) *ntc 0 mbtitzit^mtmmt 

TLC : Rf 0.84(^^rf-V : R»^^=2 : 1)„ 
#3fM2 0 
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2, 2-^f;v-5- (5-tKn^-3, 

1— <)V) s<v?vm. 



5 1 9 T*M5t Ltcfc&m (3. 68 g ) *5£tf fc° y • ( 1 7 g ) 

(Dm&WZl 8 CCT— BfeJf#Lfc„ KISS'S* toJc*Jll 

10 TLC : Rf 0. 30(^1^ : @^^/i/=2 : l) 0 
##M2 1 



^^;-/Miinii) \zm\^ir=-)v (o. 86m l ) &;fti;i> -20t; 
20 (5ml) m&kto*.. 1 ftWflltt tfc 0 Lfc a 




15 
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Tmm&mK-rmm4k&y3 (2.02 g ) 

TLC : Rf 0.66(^^-9-^ : &f&=-7'/l'=2 : l) ; 

NMR(CDC1 3 ) : 6 7.05(t, J=8.0Hz, 1H), 6.84(d, J=8.0Hz, 1H), 6.68(dd, 
5 J=8.0, 1.0Hz, 1H), 5.84(t, J=4. 8Hz, 1H), 5.01(brs, 1H), 3.60(s, 3H), 
2.70(t, J=8.0Hz, 2H), 2. 44-2. 32 (m, 2H), 2.30-2. 17 (m, 2H), 1.75-1. 34 (m, 
4H), 1.15 (a, 6H)„ 

ggj2 2 

10 2 -^^/M-^- 3 - (5-^ h*is* h*i/-3, 4-i?tKnt7 



T^ytfxZm^TF, 2 -s<yi?/Ujr*i/ffim (0. 30m 1 ) Ofb7t 
15 (7ml) ^^U^^A^y^ntVUT^ K (2.4ml) 

7 8°CT^TU OtTl O^TO#tfc 0 ±!BT^bfrfc^£#%0ill 
4T*MitLfcft-a^ (6 0 0mg) ©7f7t Fn77y (3ml) ttBRK* 

1) "ClfWU TBIM^&^SSWfltefc (9 9mg) Sr»fc. 
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TLC : Rf 0.33(^^f"^ : H#^5vl'=4 : 1) 0 
3 

5 - 1 — f ^P^^lft • * ^/V^^.7 1 /V 



##092 (9 9mg) <D*#/—Jl' (4ml) 

4Nmb7K#-^^>« (0.1ml) SrJP^.> ilfl 5B#^Jf#Ufc„ 

TLC : Rf 0.48(^1*-:/ : S^^=2 : 1) 0 
gj|24 



L-T^^y^V^- j3-^9vw t *7VW:&^ (18 4g) ^ttK (1.3 
L) fc##U bP** (2 7 7 g) *nttM, TfykKo 
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y=7V (4 50ml) *5itl ! 4-^fMyy/f;^P7'f K (14 6ml) 

©fh7tKo77^ (5 0mi) js««:*tu 1 5 B^arelM* US:. 

KJtSJft^*Sr|^»*^*ea^ Uc„ tKJS^t 2 N&^T pH2~3 
5 Atm *£U T»*Mt««r#r5tt«©aWft^* (2 5 5 g) & 
TLC : Rf 0.28(^nn7fr/l/A : /—/V=S : 1) ; 

NMR(CDC1 3 ) : 5 7.71(d, J=8. 1Hz, 2H), 7.34(d, J=7.8Hz, 1H), 7.24(d, 
J=8.1Hz, 2H), 5.08(ddd, J=7. 5, 4.5, 4. 5Hz, 1H), 3.73(s, 3H), 3.18(dd, 
10 J=17.1, 4.5Hz, 1H), 3.00(dd, J=17. 1, 4. 5Hz, 1H), 2.40(s, 3H) B 

iMi5 



##0K2 4T?|BftUfcft;«^4fe (2 5 5 g) ©tfJJS?^ (48 0ml) &ft 
^ N $1*^$ (4 5 3ml) 38j:tf4-$^7'A'T$>'fc! , !7S?J' (3.52g) 

sftAttt*"Tf«*«Sfe^U ***W^^V^A-r?<6JMI, MTU TIB4W4 
TLC : Rf 0.23(^f-:/ : gHR^A«2 : 1) 0 



7.7- A/ 



O 



15 
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2 6 

2- (2- (4 -^^7* 



&nw2 5xmmLit^m<om7mm u 5 omi)», (8 

6ml) 9 0t^lB#lfflj*#Ufc. 

^^/VTttW bfc 0 tttfl^Sr l NTkWtiki- b V **J itWfifft 

IB«ri4«[*^n-5«jH^^4fi» (l 8 3 g) mtc 0 
15 TLC : Rf 0.61(^f-^ : As=2 : 1) ; 

NMR(CDC1 3 ) : 6 7.87(d, J=8. 1Hz, 2H), 7.23(d, J=8. 1Hz, 2H), 3.73(s, 3H), 
3.57(s, 2H), 2.38(s, 3H), 2.35(s, 3H) 0 

2 7 

20 2- (2- (4-*77K7*=/U) -5-^^/U^f-^— /1—4 — i ;V) 



**fcy DATA'S = * A (18. 6 g) fc*#T> h9tKn79 
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V2 5 Om 1 ) ##092 6T?«3SLfc^4fe (1 2 0 g) ©MtK 

KP77V (2 5 0ml) it^TU *#T3 0&RIJt#Ufc„ 

5 -*iwi Lit 0 &btift&&%^*i->&£xfmt^'i'<om&®m ( 1 o : 

1) T-gfc#U TTEW*it**i-*aWfl5^» (80. Og) £#fc 0 
TLC Rf 0. 18 : |^SI^-^=2 : 1) ; 

NMR (CDC1 3 ) : 8 7. 86 (m, 2H) , 7. 23 (m, 2H) , 3. 92 (br, 2H) , 2. 71 (t, J=6. OHz, 
2H), 2.39(s, 3H), 2.32(s, 3H) 0 

10 

3- (5- (2- (2- U-t^VyzL-fr) -S-*^-)Vjr*^/-]V 

-3, 4-^tKPt7^uy-i-i';i') t-p^ 



15 




##0ij2T^3tUfcf^tl (600mg) (15ml) ^ 

2 7T*MitUfcfb^ (6 17mg) N MJ7i=/^X7^y 
(1.02g) *3<fctfl, 1' - (Ty^7J/^^V) e^tf^yS^ (9 7 8m 
20 g) Srvtax., ^T*3^Jt#Lfc„ £j«£%£i^^/^-^T'« 

fwrYPy? 4 — (^f-^:^^/V=9 : l-»7 : l-»5 : 1-+7 : 
2) -Ci*®!U TIB^tt^^1-5«^f^#J (l.OOg) 
TLC : Rf 0.59(^^rif^ : g^^^=2 : 1) ; 
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NMR(CDC1 8 ) : 8 7.86(d, J=8. 1Hz, 2H), 7.23(d, J=8. 1Hz, 2H), 7.13(dd, 
J=8.0, 8.0Hz, 1H), 6. 94-6. 74 (m, 2H), 5.87(dd, J=4.6, 4.6Hz, 1H), 4.25(t, 
J=6.6Hz, 2H), 3.67(s, 3H), 2.99(t, J=6.6Hz, 2H), 2. 85-2. 63 (m, 4H), 
2. 60-2. 45 (m, 2H), 2.39(s, 3H), 2.36(s, 3H), 2.30-2. 10 (m, 2H) 0 

5 

m&mi (i) ~m&mi (4 6) 

##09 2 -vmt Lfcfl^f: 1tt±Z<Dftt> V 7 * J -)Vffim& 

(#%#J6, 0, 6, ###I2 1, ##M2 3*5«fctf2- 

(5-fc Kodri/-3, 4 -S^fc Kn^* 1 — <f/U) %m>3L?-;\, 
10 *-**rJV) s & XTt&nW 2 7 T^Ufcfc£#*fctt*©ft:b 5 fcfc3"*-<5 

15 3- (5- (2- (2-y^^/V-5-^^^f-y— ^-4--f/l^) a: 
h*ci/) -3, 4-i?tKnt7^Uy-l-^) 7°n/N 0 ^.^^^ 




20 TLC : Rf 0. 59 (^l^ : ftlfe^^=2 : 1) ; 

NMR(CDC1 3 ) : 5 8. 02-7. 94 (m, 2H), 7. 47-7. 37 (m, 3H), 7.13(t, J=8. OHz, 
1H), 6.89(d, J=8.0Hz, 1H), 6.80(d, J=8. OHz, 1H), 5.87(brt, J=4. 5Hz, 1H), 
4.25(t, J=6.6Hz, 2H), 3.67(s, 3H), 2.99(t, J=6. 6Hz, 2H), 2. 82-2. 65 (m, 
4H), 2. 58-2. 47 (m, 2H), 2.37(s, 3H), 2. 27-2. 11 (m, 2H)„ 
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m&mi (2) 

3- (5- (2- (2- i6-*S*7A'T%SXy&f-3-'(A') ~5~ 
^^^-^^-^-4-^^) ^h^i/) -3, 4-^1:^7^^ 




TLC : Rf 0. 16(^^rf-V : gfflftai^=2 : 1) ; 

NMR(CDC1 3 ) : 5 8.74(dd, J=2. 4, 0. 8Hz, 1H), 7.99(dd, J=9.0, 2.4Hz, 1H), 
10 7. 13 (d, J=8. 0Hz, 1H) , 6. 88 (d, J=8. 0Hz, 1H) , 6. 81 (d, J=8. 0Hz, 1H) ,6.52 (dd, 
J=9.0, 0.8Hz, 1H), 5.87(brt, J=4. 6Hz, 1H), 4.24(t, J=6.8Hz, 2H), 3.67(s, 
3H), 3.14(s, 6H), 2.96(t, J=6. 8Hz, 2H), 2. 82-2. 65 (m, 4H), 2. 57-2. 47 (m, 
2H), 2.34(s, 3H), 2. 27-2. 11 (m, 2H)„ 

15 mmmi (3) 

3- (5- (2- (2- (1, 3-S?;a-^iH > -5-* 




20 

TLC : Rf 0. 49(^1^ : ftR^^=2 : 1) ; 

NMR(CDC1 3 ) : 8 7.51(dd, J=8.2, 1.6Hz, 1H), 7.43(d, J=1.6Hz, 1H), 
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7.13(dd, J=8.0, 8.0Hz, 1H), 6. 94-6. 76 (m, 3H), 6.01(s, 2H), 5.87(dd, J=4.5, 
4.5Hz, 1H), 4.24(t, J=6.6Hz, 2H), 3.67(s, 3H), 2.96(t, J=6.6Hz, 2H), 
2. 84-2. 62 (m, 4H), 2. 60-2. 45 (m, 2H), 2.34(s, 3H), 2.26-2. 10 (m, 2H) 0 

5 mmmi u) 

3- (5- (2- (2- (4- t-7J-^y^;V) -S-t^tV-fr*^ 
_, v _ 4 _^ /k ) -3, 4— Yu-f-yZl'V-l-'tJV) 7° 

H 3 C \=/ 0-^CH 3 

10 

TLC : Rf 0.6l(^^r-^V : gfflfcn?yi/=2 : 1) ; 

NMR(CDC1. 3 ) : 5 7.89(d, J=8.6Hz, 2H), 7.44(d, J=8. 6Hz, 2H), 7.12(dd, 
J=8.2, 8.0Hz, 1H), 6.88(d, J=8.0Hz, 1H), 6.80(d, J=8. 0Hz, 1H), 5.87(t, 
J=6.6Hz, 1H), 4.24(t, J=6.6Hz, 2H), 3.67(s, 3H), 2.98(t, J=6. 6Hz, 2H), 
15 2. 82-2. 63 (m, 4H), 2. 58-2. 47 (m, 2H), 2.37(s, 3H), 2. 26-2. 10 (m, 2H), 
1.34(s, 9H) e 

mmmi (5) 

3- (5- (2- (2- (6- V-A—i/V) Wi?y-3-4 

20 M -5-*?-;\'iS'*^/—fr-±-4;v) -3, 4-v?tKn 
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TLC : Rf 0.75(?WsivuJ* : ^^/—/U=10 : 1) ; 

NMR(CDC1 3 ) : 5 8.76(d, J=1.8Hz, 1H), 8.04(dd, J=8.8, 1.8Hz, 1H), 

5 7.13(dd, J=8.0, 7.8Hz, 1H), 6.89(d, J=7. 8Hz, 1H), 6.80(d, J=8.0Hz, 1H), 

6.64(d, J=8.8Hz, 1H), 5. 87 On, 1H), 4.23(t, J=6.4Hz, 2H), 3.82(m, 4H), 

3.59(m, 4H), 2.96(t, J=6.4Hz, 2H), 2. 83-2. 63 (m, 4H), 2. 57-2. 48 (m, 2H), 
2.08(m, 2H) 0 

10 mmmi (6) 

3- (5- (2- (2- (4-^W5/7s=^) 
y-V-tv-A-<< ;v) =^h^y) -3, 4-5?kKnt7^l/y-l-^v) 




15 

TLC : Rf 0. 37 (^^f-^ : fffgt^f-^Z : 1) ; 

NMR(CDC1 3 ) : 8 7.80(d, J=9Hz, 2H), 7. 15 (m, 1H), 6. 90-6. 70 (m, 4H), 
5.90(t, J=4Hz, 1H), 4.25(t, J=7Hz, 2H), 3.70(s, 3H), 3.00(s, 6H), 2.95(t, 
J=7Hz, 2H), 2. 80-2. 50 (m, 6H), 2.35(s, 3H), 2.20(m, 2H) 0 

20 

mmmi (7) 

3- (5- (2- (2 — f y7x2\?;V-S-*?-JV**W—;V-A-J;V) 
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5 TLC : Rf 0.57(^Mf-V : g^^/V=2 : 1) ; 

NMR(CDC1 3 ) : 6 7.15(dd, J=7.5, 7.5Hz, 1H), 6.90(d, J=7. 5Hz, 1H), 
6.80(d, J=7.5Hz, 1H), 5.90(t, J=4Hz, 1H), 4. 20-4. 10 (m, 4H), 3.00(m, 1H), 
2.90(t, J=6Hz, 2H), 2.75(m> 2H), 2.65(t, J=8. 5Hz, 2H), 2.55(t, J=8.5Hz, 
2H), 2.20(s, 3H), 2.20(m, 2H), 1.35-1. 20 (m, 9H) D 

10 

mmmi (8) 

3- (5- (2- (2- (4-Ml7A'tB>f^7a=/I') 

7V-4-^/V) ^h^) -3, Yn-ry^W-l- 



15 




TLC : Rf 0.73(^f->- : &8t^A'=2 : 1) ; 

NMR(CDC1 3 ) : 5 8.10(d, J=8Hz, 2H), 7.70(d, J=8Hz, 2H), 7.15(dd, J=8, 
8Hz, 1H), 6. 95-6. 80 (m, 2H), 5.85(m, 1H), 4.25(t, J=6Hz, 2H), 4. 15 (q, 
20 J=7Hz, 2H), 3.00(t, J=6Hz, 2H), 2. 80-2. 65 (m, 4H), 2.50(m, 2H), 2.40(s, 
3H), 2.20(m,2H), 1.25(t, J=7Hz, 3H) 0 
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jgjl (9) 

3- (5- (2- (2- -5- 




TLC : Rf 0.74(^f-^ : ftgfcc^yl^ : 1) ; 

NMR(CDClg) : 8 8.00(d, J=9Hz, 2H), 7.25(d, J=9Hz, 2H), 7. 15 (dd, J=8, 
10 8Hz, 1H), 6.90(d, J=8Hz, 1H), 6.80(d, J=8Hz, 1H), 5.85(m, 1H), 4.25(t, 
J=6Hz, 2H), 4.15(q, J=7Hz, 2H), 3.00(t, J=6Hz, 2H), 2. 80-2. 60 (m, 4H), 
2.50(ra, 2H), 2.40(s, 3H), 2.20(m,2H), 1.25(t, J=7Hz, 3H) 0 

mmmi do) 

15 3- (5- (2- (2- (4-^^71=^) - 5 f-;V^^/— ;V 
^h*iy) -3, 4-^tKat7^1/y-l-^) T'n/-? 




20 TLC : Rf 0.58(*-^r^V : @|^^=2 : 1) ; 

NMR(CDC1 3 ) : 5 7.85(d, J=8Hz, 2H), 7.25(d, J=8Hz, 2H), 7.15(dd, J=8, 
8Hz, 1H), 6.90(d, J=8Hz, 1H), 6.80(d, J=8Hz, 1H), 5.85(m, 1H), 4.25(t, 
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J=7Hz, 2H), 4. 15 (cl J=10Hz, 2H), 3.00(t, J=7Hz, 2H), 2. 80-2. 65 (m, 4H), 
2.50(m, 2H), 2.40(s, 3H), 2.20(m, 2H), 1.25(t, J=10Hz, 3H) 0 

mmmi a n 

5 3- (5- (2- (2- (4-^nP7i=/V) - 5 f-frttW'-fr 
-4-4/^) ^-h^-y) -3, 4-i?tKaf7^l/y-l-^) 7 us* 




10 TLC : Rf 0.64(^^f-V : H^^=2 : 1) ; 

NMR(CDC1 3 ) : 5 7.95(d, J=8Hz, 2H), 7.40(d, J=8Hz, 2H), 7. 15 (dd, J=8, 
8Hz, 1H), 6.90(d, J=8Hz, 1H), 6.80(d, J=8Hz, 1H), 5.85(t, J=4Hz, 1H), 
4.20(t, J=6Hz, 2H), 4. 15 (q, J=7Hz, 2H), 3.00(t, J=6Hz, 2H), 2. 80-2. 65 (m, 
4H), 2. 50 On, 2H), 2.40(s, 3H), 2.20(m,2H), 1.25(t, J=7Hz, 3H) 0 

15 

aafcflm (12) 

3- (5- (2- (2- (4-^f-/V^7*-/l-) 

~-)V-4-4;V) xhdf-v') -3, 4-^tFot7^^-l-^) 7 s 



20 




TLC : Rf 0. 50 : H^c^/1^2 : 1) ; 
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NMR(CDC1 3 ) : 5 7.85(d, J=8Hz, 2H), 7.30(d, J=8Hz, 2H), 7. 15 (dd, J=8, 
8Hz, 1H), 6.90(d, J=8Hz, 1H), 6.80(d, J=8Hz, 1H), 5.85(t, J=4Hz, 1H), 
4.25(t, J=7Hz, 2H), 4.15(q, J=7Hz, 2H), 3.00(t, J=7Hz, 2H), 2. 80-2. 65 (m, 
4H), 2.50(s, 3H), 2.50(m, 2H), 2.35(s, 3H), 2. lO(m,2H), 1.25(t, J=7Hz, 



mmmi a 3) 

3- (5- (2- (2- (4-<< V7u\?;vy^~;\') -s-tf-jv**-^ 
10 7"ny^;yg£ . ^=f-;V^^v-;V 



TLC : Rf 0. 65(^=¥f-^ : |fc^fvv=2 : 1) ; 

NMR(CDC1 3 ) : 5 7.90(d, J=8Hz, 2H), 7.25(d, J=8Hz, 2H), 7. 15 (dd, J=8, 
15 8Hz, 1H), 6.90(d, J=8Hz, 1H), 6.80(d, J=8Hz, 1H), 5.85(t, J=4Hz, 1H), 
4.25(t, J=6Hz, 2H), 4. 15 (q, J=7Hz, 2H), 3. 00-2. 90 (m, 3H), 2. 80-2. 65 (m, 
4H), 2.50(m, 2H), 2.35(s, 3H), 2.20(m,2H), 1.20(d, J=8Hz, 6H), 1.20(t, 
J=7Hz, 3H) 0 

20 mmmi (14) 

3 - (5- (2- (2- (4-7 P nfc p 7U7cc=/U) - 5 =^^^9'- 
; u-4-^(;v) -3, 4-^tKnt7^i/y-l-^>) zfn 



5 3H) 0 
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TLC : Rf 0. 65 (<~**W : g»=.?VU=2 : D ; 

NMR(CDC1 3 ) : 5 7.80(d, J=8Hz, 2H), 7.25(d, J=8Hz, 2H), 7. 10 (in, 1H), 
5 6.90(m, 1H), 6.75(m, 1H), 5.85(m, 1H), 4.25(t, J=6Hz, 2H), 4.15(q, J=7Hz, 
2H), 3.00(t, J=6Hz, 2H), 2. 80-2. 60 (m, 8H), 2.55(m, 2H), 2.35(s, 3H), 
2.20(m,2H), 1.25(t, J=7Hz, 3H), 0.95(t, J=8Hz, 3H) 0 

mmmi a 5) 

10 3- (5- (2- (2- (2, 2— s?7A^-»-i, z-*J**Wyyv 

-5-^^^f-^-/l—4->f7V) ach^) -3, 4- 




15 

TLC : Rf 0. 61 (^f-^ : ^^^/>=2 : 1) ; 

NMR(CDC1 3 ) : 5 7.75(m, 1H), 7.70(m, 1H), 7. 15-7. 05 (m, 2H), 6.90(d, 
J=8Hz, 1H), 6.80(d, J=8Hz, 1H), 5.85(t, J=4Hz, 1H), 4.25(t, J=7Hz, 2H), 
4.15(q, J=7Hz, 2H), 3.00(t, J=7Hz, 2H), 2. 80-2. 65 (m, 4H), 2.55(m, 2H), 
20 2.35(s, 3H), 2.20(m,2H), 1.25(t, J=7Hz, 3H)„ 
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mmmi a 6) 

3- (5- (2- (2- W&ls-S-'iA') -5- 



TLC : Rf 0. 32(^f-V : gBfcr^=2 : 1) ; 

NMR(CDC1 3 ) : 5 8.7l(d, J=2.4Hz, 1H), 7.94(dd, J=9. 0, 2.4Hz, 1H), 
10 7.13(dd, J=7.8, 7.8Hz, 1H), 6.89(d, J=7.8Hz, 1H), 6.80(d, J=7.8Hz, 1H), 
6.47(4 J=9.0Hz, 1H), 5.87(t, J=4.5Hz, 1H), 4 23(t, J=6. 6Hz, 2H), 4.13(q, 
J=7.2Hz, 2H), 3.55(q, J=7. 2Hz, 4H), 2.96(t, J=6. 6Hz, 2H), 2. 82-2. 62 (m, 
4H), 2. 58-2. 44 (m, 2H), 2.33(s, 3H), 2. 26-2. 10 (m, 2H), 1.34-1. 12 (m, 9H) 0 

15 gUfeflll (1 7) 

3- (5- (2- (2- {V+S.y&y-l-'fA') -5-^f/Vf7^ 
-4— <;V) *h*V) -3, 4-^tKoWl/y-l-^) ^n/N° 



H 3 C^ 
H 3 C^ 




O^CH 3 




TLC : Rf 0.63(^^r^^ : ^cn^=2 : 1) ; 
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NMR(CDC1 3 ) : 8 7.12(t, J=7.8Hz, 1H), 6.88(d, J=7.8Hz, 1H), 6.79(d, 
J=7.8Hz, 1H), 5.87(t, J=4.8Hz, 1H), 4.2l(t, J=6.9Hz, 2H), 4.13(q, J=7.2Hz, 
2H), 3.36(t, J=4.8Hz, 4H), 2.95(t, J=6.9Hz, 2H), 2.76(t, J=7.2Hz, 2H), 
2.70(t, J=8.7Hz, 2H), 2.51(t, J=8. 7Hz, 2H), 2.25(s, 3H), 2. 23 - 2. 14 (m, 
5 2H), 1.70 - 1. 53 (m, 6H), 1.25(t, J=7. 2Hz, 3H) 0 

mmmi (is) 

3- (5- (2- (2- U~*7'A'\£<<?i?y-l->(A>) 
f-TV—fls-i-JM =^Y^y) -3, 4-i?K Kn^7^VX-l->T 
10 7°n^^ • ai^/^^7 i ^ 



TLC : Rf 0.47(^dptJn^A : /V=9 : 1) ; 

NMR(CDC1 3 ) : 5 7.13(t, J=7.8Hz, 1H), 6.88(d, J=7. 8Hz, 1H), 6.79(d, 
15 J=7.8Hz, 1H), 5.87(t, J=4. 5Hz, 1H), 4.21(t, J=6.9Hz, 2H), 4. 13 (q, J=7. 2Hz, 
2H), 3.41(t, J=5.1Hz, 4H), 2.96(t, J=6.9Hz, 2H), 2.76(t, J=8. 1Hz, 2H), 
2.69(t, J=8.4Hz, 2H), 2. 55 - 2. 45 (m, 6H), 2.33(s, 3H), 2.26(s, 3H), 2.23 
-2.13(m, 2H), 1.25(t, J=7.2Hz, 3H) e 

20 mmmi (19) 

3 - (5- (2- (2- fr/lsftV -5-^W7y^ 
^Y**s) -3, 4-^tKnt7^^-l-^^) Zfus* 




O^CH 3 
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o M-e 



N / 




TLC : Rf 0. 36 (^^rf"V : $figt*?'A*=2 : 1) ; 

NMR(CDC1 3 ) : 5 7.13(t, J=8. 1Hz, 1H), 6.89(d, J=8. 1Hz, 1H), 6.79(d, 
5 J=8. 1Hz, 1H) , 5. 87 (t, J=4. 8Hz, 1H) , 4. 21 (t, J=6. 6Hz, 2H) , 4. 13 (q, J=7. 2Hz, 
2H), 3.79(t, J=4.8Hz, 4H), 3.37(t, J=4. 8Hz, 4H), 2.96(t, J=6. 6Hz, 2H), 
2.76(t, J=7.8Hz, 2H), 2.69(t, J=7. 8Hz, 2H), 2.51(t, J=7. 8Hz, 2H), 2.27(s, 
3H), 2.24-2. 14 (m, 2H), 1.25(t, J=7. 2Hz, 3H)„ 

10 mmmi (20) 

3- (5- (2- (2- (3-**:;Vi£y l/-4-<i;V) -5-^f/Vf7y 
^;U-4-^JU) -3, 4-v?tKPt7^Vy-l-'f^) ~7 



TLC : Rf 0.62(^1^ : |^^^/V=2 : 1) ; 

NMR(CDC1 3 ) : 5 7.13(t, J=7.8Hz, 1H), 6.89(d, J=7.8Hz, 1H), 6.79(d, 
J=7.8Hz, 1H), 5.87(t, J=4. 5Hz, 1H), 4.20(t, J=6.6Hz, 2H), 4. 13 (q, J=7. 2Hz, 
2H) , 3. 77 - 3. 70 (m, 4H) , 2. 94 (t, J=6. 6Hz, 2H) , 2. 80 - 2. 64 (m, 8H) , 2. 50 (t, 
20 J=7.8Hz, 2H), 2.25(s, 3H), 2.23-2. 13 (m, 2H), 1.25(t, J=7. 2Hz, 3H)„ 

mmmi (21) 




O^CH 3 
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3- (5- (2- (2- (d-tf'A'Vy&y-S-JA') 



5 




TLC : Rf 0. 47(^ n n /fr/VA : * ^ / — /k=19 : 1) ; 
NMR(CDC1 3 ) : 8 9.07(d, J=1.8Hz, 1H), 8. 12 (dd, J=8. 1, 1.8Hz, 1H), 
7.21(d, J=8.1Hz, 1H), 7.14(t, J=7.8Hz, 1H), 6.89(d, J=7. 8Hz, 1H), 6.80(d, 
10 J=7. 8Hz, 1H), 5. 87 (t, J=4. 2Hz, 1H), 4. 25 (t, J=6. 6Hz, 2H), 4. 13 (q, J=7. 2Hz, 
2H), 2.99(t, J=6.6Hz, 2H), 2.75(t, J=9.0Hz, 2H), 2.69(t, J=8.4Hz, 2H), 
2.60(s, 3H), 2.50(t, J=8.4Hz, 2H), 2.38(s, 3H), 2. 24 - 2. 14 On, 2H), 1.24(t, 
J=7.2Hz, 3H) 0 

15 mmmi (22) 

3- (5- (2- (2- (1, 5-^5vVt?7y-/V-3-' f/V) -5- 

af^) -3, 4-t?tKat7^^ 



20 




TLC : Rf 0. 56(^ a n tfc/W* : * /— /V=19 : 1) ; 
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NMR(CDClg) : 8 7.12(t, J=8. 1Hz, 1H), 6.88(d, J=8. 1Hz, 1H), 6.79(d, 
J=8.1Hz, 1H), 6.51(s, 1H), 5.85(m, 1H), 4.24(t, J=6.6Hz, 2H), 4.13(q, 
J=7.2Hz, 2H), 3.85(s, 3H), 2.97(t, J=6.6Hz, 2H), 2.75(t, J=7.5Hz, 2H), 
2.68(t, J=8.4Hz, 2H), 2.50(t, J=8. 4Hz, 2H), 2.35(s, 3H), 2.3l(s, 3H), 
5 2.23-2. 13 (m, 2H), 1.25(t, J=7.2Hz, 3H) 0 

gftfllll (2 3) 

3- (5- (2- (2- (4-^/Vt°^yi^-l— OV) 

-3, 4-^tKnt7^wy-lW 

10 /V) T'n^'yi • ^^/Uzc^T/U 

TLC : Rf 0. 63 (^rU-^ : @^^^=2 : 1) ; 

NMR(CDC1 3 ) : 8 7.12(t, J=7.8Hz, 1H), 6.88(d, J=7. 8Hz, 1H), 6.79(d, 
15 J=7.8Hz, 1H), 5. 90-5. 84 (m, 1H), 4.21(t, J=6.9Hz, 2H), 4.14(q, J=7. 2Hz, 
2H), 3. 90-3. 72 (m, 2H), 2.95(t, J=6.9Hz, 2H), 2. 94-2. 81 (m, 2H), 2.80- 
2.65(m, 4H), 2. 54-2. 47 (m, 2H), 2.24(s, 3H), 2. 24-2. 14 (m, 2H), 1.74- 
1.50(m, 3H), 1.34-1. 20 (m, 2H), 1.25(t, J=7. 2Hz, 3H), 0.96(d, J=6.6Hz, 
3H)„ 

20 

StMl (2 4) 

3- (5- (2- (2- (5-/f-/^'v^-2-^M 
^V-fr-A—i/v) ^h^riy) -3, 4 ^n"f"7^Vy— 1 —-i 
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H 3 C 




O^CH 3 



TLC : Rf 0.28(^^rf->- : gfcgfcac^vl^l : 1).; 

NMR(CDClg) : 5 9.16(m, 1H), 8.51(m, 1H), 7. 13 (dd, J=7.8, 7.8Hz, 1H), 
5 6.90(d, J=7.8Hz, 1H), 6.79(d, J=7.8Hz, 1H), 5.87(dd, J=4. 5, 4. 5Hz, 1H), 
4.28(t, J=6.3Hz, 2H), 4. 13 (q, J=7. 2Hz, 2H), 3.03(t, J=6. 3Hz, 2H), 
2. 80-2. 60 (m, 7H), 2. 53-2. 46 (m, 2H), 2.44(s, 3H), 2.22-2. 13 (m, 2H), 
1.24(t, J=7.2Hz, 3H) 0 

10 mmmi (25) 

3- (5- (2- (2- (1, 2, 3, 6-xh7fc Kn tfy^-l-^ 
;v) -5-^Wry-;i'-4-^^) ^-h^y) -3, 4-v?tKot 




TLC : Rf 0.63(^1^ : |^^^=1 : l) 0 
Mil (2 6) 



20 2- (5- (2- (2—ys.—;V- 5 - J 4 - J /Is) ^ 

h**s) -3, 4-i?tKct7^l'y-l-^) ffi& • ^/teXT/ls 
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mo 




TLC : Rf 0.42(^*-fy : @^^^=3 : 1) ; 

NMR(CDC1 3 ) : 8 8. 01-7. 94 (m, 2H), 7. 48-7. 37 (m, 3H), 7.11(t, J=8.0Hz, 
5 1H), 6.82(d, J=8.0Hz, 1H), 6.80(d, J=8.0Hz, 1H), 5.98(t, J=4.6Hz, 1H), 
4.25(t, J=6.6Hz, 2H), 4. 12 (q, J=7. 2Hz, 2H), 3. 42-3. 39 (m, 2H), 2.99(t, 
J=7.2Hz, 2H), 2.76(t, J=8.2Hz, 2H), 2.37(s, 3H), 2.33-2. 19 (m, 2H), 1.21(t, 
J=7.2Hz, 3H)„ 

10 mmmi (27) 

2- (5- (2- (2- (4-^^/V7*^/V) -5-*?-A'* ! *"?>r~-A' 

^h*is) -3, 4— }n?i"7#i'y-i-' <M St&> 



J=7.8, 7.8Hz, 1H), 6.81(m, 2H), 5.97(t, J=4. 5Hz, 1H), 4.24(t, J=6. 6Hz, 

2H), 4. 13 (q, J=7.2Hz, 2H), 3.46(s, 2H), 2.98(t, J=6. 6Hz, 2H), 2.76(t, 

20 J=8.4Hz, 2H), 2.38(s, 3H), 2.35(s, 3H), 2.27(m, 2H), 1.2l(t, J=7. 2Hz, 
3H) e 




^CH 3 



TLC : Rf 0. 57 (r*>%"fry : g|^^/U=2 : 1) ; 

NMR(CDC1 3 ) : 5 7.86(d, J=8. 1Hz, 2H), 7.23(d, J=8. 1Hz, 2H), 7.10(dd, 
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iiii (28) 

2- (5- (2- (2— ry^ntf/W-5-^^/^^rf- N /-/V-4-^^) 
^h*i/) -3, 4-v i tKnt7^vy-l-f;v) IHft • 



5 H 3 C O^CH 3 

TLC : Rf 0.45(^^1?-^ : $m^J^=2 : 1) ; 

NMR (CDC1 3 ) : 5 7. 10 (dd, J=7.8, 7.8Hz, 1H), 6. 86-6. 74 (m, 2H), 5.98(dd, 
J=4.5, 4.5Hz, 1H), 4.15(cl J=6.9Hz, 2H), 4. 15 (t, J=8.4Hz, 2H), 3.40(d, 
10 J=1.2Hz, 2H), 2. 99 (sept., J=6. 9Hz, 1H), 2.88(t, J=6. 6Hz, 2H), 2.74(t, 
J=6.9Hz, 2H), 2. 32-2. 20 (m, 2H), 2.24(s, 3H), 1.3l(d, J=6.9Hz, 6H), 1.22(t, 
J=6.9Hz, 3H) C 

mmmi (29) 



15 2- (5- (2- (2- (4— n^^y/uy ^^/U) 

-f-z—iv-A. — {;v)^v*i/) -3, 4-v?t Yv-ry? w- 1 -<4A) 



20 TLC : Rf 0.63(^^i^^ : : 1) ; 

NMR(CDC1 3 ) : 8 7. 94-7. 84 (m, 2H), 7. 32-7. 22 (m, 2H), 7. 10 (dd, J=8. 1, 
8.1Hz, 1H), 6. 86-6. 76 (m, 2H), 5.98(t, J=4.5Hz, 1H), 4.24(t, J=6. 6Hz, 2H), 




ocKC 
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4.12(q, J=7.2Hz, 2H), 3.40(d, J=1.2Hz, 2H), 2.98(t, J=6.6Hz, 2H), 2.76(t, 
J=8. 1Hz, 2H), 2.53(m, 1H), 2.35(s, 3H), 2. 32-2. 20 (m, 2H), 1.96-1. 70 (m, 
5H), 1.54-1. 26 (m, 5H), 1.2l(t, J=7. 2Hz, 3H) 0 

5 mm (3 0) 

2- (5- (2- (2- U-*^7V\?^y^S-±-' (JV) 

^ry— yv-4— Y/v-) ^b^vO -3, 4-v?tKuf7^vy-i--f 




10 

TLC : Rf 0. 21 * / —fr : H^^/l^l : 10) ; 

NMR(CDC1 3 ) : 5 7.10(dd, J=8. 1, 8.1Hz, 1H), 6.81(d, J=8. 1Hz, 1H), 
6.79(d, J=8. 1Hz, 1H), 5.98(brt, 1H), 4.20(t, J=6.9Hz, 2H), 4. 13 (q, 
J=6.9Hz, 2H), 3. 44-3. 36 (m, 6H), 2.96(t, J=6. 9Hz, 2H), 2.76(dd, J=8.4, 
15 8.4Hz, 2H), 2.50(m, 4H), 2.33(s, 3H), 2.26(s, 3H), 2. 31-2. 21 (m, 2H), 
L22(t, J=6.9Hz, 3H) 0 

mmmi o d 

2- (5- (2- (2- (tr^ps^-i-i'/v) 

20 -4-4M *h*c*s) -3, 4-S?fc \!u1r7frvv-l-' f/V) ffl&l' 
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TLC : Rf 0.58(^MH' : : 1) ; 

NMR(CDC1 3 ) : 8 7. 10 (dd, J=7.8, 7.8Hz, 1H), 6. 85-6. 76 (m, 2H), 5.98(dd, 
J=4.8, 4.8Hz, 1H), 4.20(t, J=6.6Hz, 2H), 4.13(q, J=7. 2Hz, 2H), 3.40(m, 
5 2H), 3.36(m, 4H), 2.95(t, J=6.6Hz, 2H), 2.76(dd, J=8. 4, 8. 4Hz, 2H), 
2. 33-2. 20 (m, 2H), 2.24(s, 3H), 1.70-1. 54 (m, 6H), 1.20(t, J=7. 2Hz, 3H) B 

iijl (3 2) 

5- (5- (2- (2-7^ ~JV- 5 - ^ ^fl/Hr^S—As— 4-4/1-) 
10 -3, 4— ^fc Yn-ry^W-l-^/V) ^df^fk' t'f'fl'X. 




TLC : Rf 0.52(^=¥f-^ : ffl&^fr=2 : 1) ; 
15 NMR(CDC1 3 ) : 8 8. 02-7. 94 (m, 2H), 7. 48-7. 37 (m, 3H), 7. 12 (t, J=8.0Hz, 
1H), 6.87(d, J=8.0Hz, 1H), 6.79(d, J=8. OHz, 1H), 5.84(t, J=4. 4Hz, 1H), 
4.25(t, J=6.6Hz, 2H), 3.65(s, 3H), 2.99(t, J=6. 6Hz, 2H), 2.71(t, J=7. 8Hz, 
2H), 2.43(t, J=7.6Hz, 2H), 2.38(s, 3H), 2.32(t, J=7. 8Hz, 2H), 2. 25-2. 11 (m, 
2H), 1.86-1. 44 (m, 4H) e 

20 

mmmi (33) 

5- (5- (2- (2- (4-^f/^y^^;v) -$-**f-)\'3ri>c^/-)V 
_ 4 _^ /U ) ^dri/) -3, 4-^kKoWl/y-l-^/l') 



105 



WO 02/051820 



PCT/JP01/11255 




TLC : Rf 0.4l(^^f-^^ : fl#:n^A«3 : 1) ; 

NMR(CDC1 3 ) : 5 7.85(d, J=8Hz, 2H), 7.25(d, J=8Hz, 2H), 7.10(m, 1H), 

5 6. 90-6. 65 (m, 2H), 5.85(t, J=7Hz, 1H), 4.25(t, J=7Hz, 2H), 3.65(s, 3H), 

3.00(t, J=7Hz, 2H), 2.70(t, J=8Hz, 2H), 2. 50-2. 10 (m, 12H), 1. 80-1. 50 (m, 
4H) 0 

mmmi (3 4) 

10 5- (5- (2- (2- (1, 3-i?tW^y-5-^;V) -5-^ 




15 

TLC : Rf 0.31(^rf->- : S^^^=3 : 1) ; 

NMR(CDC1 3 ) : 5 7.55(dd, J=8, 1Hz, 1H), 7.45(d, J=lHz, 1H), 7.10(dd, 
J=7.5, 7.5Hz, 1H), 6. 90-6. 85 (m, 3H), 6.00(s, 2H), 5.85(t, J=7Hz, 1H), 
4.20(t, J=6.5Hz, 2H), 3.65(s, 3H), 3.00(t, J=6. 5Hz, 2H), 2.70, (t, J=8Hz, 
20 2H), 2.50-2. 10 (m, 9H), 1. 80-1. 50 (m, 4H) 0 

mmmi (35) 
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5- (5- (2- (2- (4-v J ^^/WT5:/7^=^) - 5 - * ^v*"*"* 
4 ^njsdriy) -3, 4-v?t Kn^:7* V^- 1 -^) 




5 

TLC : Rf 0.33(^f"^ : Sffifc^A^ : 1) ; 

NMR(CDC1 3 ) : 5 7.80(d, J=8Hz, 2H), 7. 10 (m, 1H), 6. 90-6. 70 (m, 4H), 
5.85(m, 1H), 4.20(t, J=6.5Hz, 2H), 3.65(s, 3H), 3.00(s, 6H), 2.95(m, 2H), 
2.70(m, 2H), 2.50-2. 10 (m, 6H), 1. 80-1. 50 (ra, 4H) C 

10 

mmmi (3 6) 

2, 2-^^-3- (5- (2- (2-y^^/^-5-^^/^^y 
_ /U _ 4 _^ /U ) a:J>^^) -3, 4-^tKnt7^I/y-l-^) :/ 




TLC : Rf 0. 62 (^^^ : g^^^=2 : 1) ; 

NMR (CDC1 3 ) : 5 8. 02 - 7. 94 (m, 2H) , 7. 48 - 7. 34 (m, 3H) , 7. 08 (t, J=8. 1Hz, 
20 1H), 6.90(d, J=8.1Hz, 1H), 6.77(d, J=8. 1Hz, 1H), 5.83(t, J=4.8Hz, 1H), 
4.24(t, J=6.6Hz, 2H), 3.46(s, 3H), 2.99(t, J=6.6Hz, 2H), 2.71(s, 2H), 
2.68(t, J=5.1Hz, 2H), 2.37(s, 3H), 2.19 -2. 09 (m, 2H), 1.13(s, 6H)„ 
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mmi ^37) 

2, 2-^^/V-3- (5- (2- (2- fc e y i^V 

-3 -^/l") — i)V) och^rV) -3, 4- 



TLC : Rf 0.38(^H->- : Sfflfc^/^l : 1) ; 
10 NMR(CDC1 3 ) : 5 8.73(d, J=2.4Hz, 1H), 7.99(dd, J=9.0, 2.4Hz, 1H), 
7.08(dd, J=8.1, 8.1Hz, 1H), 6.90(d, J=8. 1Hz, 1H), 6.77(d, J=8. 1Hz, 1H), 
6.52(d, J=9.0Hz, 1H), 5.83(t, J=4.5Hz, 1H), 4.23(t, J=6. 6Hz, 2H), 3.46(s, 
3H), 3.14(s, 6H), 2.96(t, J=6. 6Hz, 2H), 2.71(s, 2H), 2.68(t, J=8. 1Hz, 
2H), 2.34(s, 3H), 2. 17-2. 10 (m, 2H), 1.13(s, 6H) C 

15 

mm (3 8) 

2, 2-v ? ^^-3- (5- (2- (2-^y^ntVl^-5-^^^ 
f-y— jV-A — <)V) ^.y^V) -3, 4 ->*t ^vf?? VI/- 1 -J /V) 





TLC : Rf 0.63(^^f-V : ftfifc*^=l : D ; 
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NMR(CDC1 3 ) : 8 7.08(dd, J=8.4, 7.8Hz, 1H), 6.89(d, J=7.8Hz, 1H), 
6.74(d, J=8.4Hz, 1H), 5.83(m, 1H), 4.16(t, J=6.6Hz, 2H), 3.46(s, 3H), 
2. 99 (quint., J=7.2Hz, 1H), 2.89(t, J=6.6Hz, 2H), 2.71(s, 2H), 2.66(t, 
J=8.1Hz, 2H), 2.24(s, 3H), 2. 80-2. 40 (m, 2H), 1.31(d, J=7.2Hz, 6H), 1. 14 (s, 
5 6H) 0 

(3 9) 

2, 2-^^-3- (5- (2- (2- (6- (tfP 1 -JM 

10 3, Kot7^ vy- 1 --f ;v) yn^yi • ^fwf/v 




TLC : Rf 0. 38(^f-V : @^^^/>=2 : 1) ; 

15 NMR(CDC1 3 ) : 6 8.73(dd, J=2.4, 0.6Hz, 1H), 7.98(dd, J=9. 0, 2.4Hz, 1H), 

7.08(dd, J=7.8, 7.8Hz, 1H), 6.90(d, J=7.8Hz, 1H), 6.77(d, J=7. 8Hz, 1H), 

6.65(dd, J=9.0, 0.6Hz, 1H), 5.83(t, J=4. 5Hz, 1H), 4.22(t, J=6. 6Hz, 2H), 

3. 68-3. 54 (m, 4H), 3.46(s, 3H), 2.96(t, J=6.6Hz, 2H), 2.71(s, 2H), 

2. 74-2. 62 (m, 2H), 2.34(s, 3H), 2. 20-2. 06 (m, 2H), 1.78-1. 54 (m, 6H), 

20 1.13(8, 6H)„ 

jiii (4 0) 

2, 2-^^-3- (5- (2- (2- (6- (^-/Wfr U 4 — i Ad 
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W W (0^CH 3 

5 TLC : Rf 0. 65(^ P uxfr/l/A : * /— /^=8 : 1) ; 

NMR(CDC1 3 ) : 5 8.76(dd, J=2.4, 0.9Hz, 1H), 8.04(dd, J=9.0, 2.4Hz, 1H), 
7.08(dd, J=7.8, 7.8Hz, 1H), 6.90(d, J=7.8Hz, 1H), 6.77(d, J=7.8Hz, 1H), 
6.65(dd, J=9.0, 0. 9Hz, 1H), 5.83(t, J=4.5Hz, 1H), 4.23(t, J=6.6Hz, 2H), 
3. 86-3. 78 (m, 4H), 3. 64-3. 54 (m, 4H), 3.46(s, 3H), 2.97(t, J=6. 6Hz, 2H), 
10 2. 76-2. 62 (m, 4H), 2.35(s, 3H), 2. 13 (m, 2H), 1.78-1. 54 (m, 2H), 1. 14 (s, 
6H) 0 

mmmi (4 1) 

2, 2-^^-3- (5- (2- (2- (6-^^t°y S?^- 3 ->T 
15 /V) -5-^^/^ d rf->'-^-4-^/V') -3, 4-5?t Kb 

i"7# W- 1 — Y AO -fxx/^sW. ' * f-A-^CXxA- 

N =/ 0-^CH 3 

20 TLC : Rf 0.53(^3MJ*^ : A^=l : 1) ; 

NMR(CDC1 3 ) : 6 9.08(d, J=1.8Hz, 1H), 8.12(dd, J=8. 1, 1.8Hz, 1H), 
7.22(d, J=8.1Hz, 1H), 7.08(dd, J=8. 1, 8.1Hz, 1H), 6.90(d, J=8. 1Hz, 1H), 





110 



WO 02/051820 



PCT/JP01/11255 



6.77(d, J=8.1Hz, 1H), 5.83(t, J=4. 5Hz, 1H), 4.24(t, J=6. 6Hz, 2H), 2.99(t, 
J=6.6Hz, 2H), 2.7l(s, 2H), 2.67(t, J=8. 1Hz, 2H), 2.61(s, 3H), 2.38(s, 
3H), 2.14(m, 2H), 1.13(s, 6H)„ 

5 jijl (4 2) 

2, 2-v ? ^^/V-3- (5- (2- (2- (^/V^y y-4—T/VO -5 
-^^/l^T N /-/V-4— fAO -3, 4-i?fcKot7^Vy 

- 1 — -fAO 7°P/^^ • t*f'JV3LX ! rA' 



TLC : Rf 0.40(^f-V : SB&^A-^B : 1) ; 

NMR(CDC1 3 ) : 8 7.08(dd, J=8. 1, 7.8Hz, 1H), 6.89(d, J=7.8Hz, 1H), 
6.76(d, J=8.1Hz, 1H), 5.83(t, J=4. 8Hz, 1H), 4.20(t, J=6. 9Hz, 2H), 3.79(t, 
15 J=4.8Hz, 4H), 3. 37 ft, J=4. 8Hz, 4H), 2.96(t, J=6. 9Hz, 2H), 2.71(s, 2H), 
2.67(t, J=7.2Hz, 2H), 2.27(s, 3H), 2. 17-2. 10 (m, 2H), 1. 14 (s, 6H) G 

mmmi (43) 

2, 2-^^-3- (5- (2- (2- (t'^y iSy-l-' (M -5 
20 -^f/uf7^/W4-i';v) ^h**s) -3, 4-i?tKnt7^vy 
- 1 — <A0 /p^^ • ^f;l/x^7^ 



10 
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H3C CH3 



TLC : Rf 0.90(^^f"^ : W&tx.f'A'^l : 1) ; 

NMR(CDC1 3 ) : 8 7.07(dd, J=7.8, 7.8Hz, 1H), 6.89(d, J=7.8Hz, 1H), 
5 6. 76 (d, J=8. 1Hz, 1H) , 5. 83 (t, J=4. 8Hz, 1H) , 4. 20 (t, J=6. 6Hz, 2H) , 3. 46 (s, 
3H), 3.36(m, 4H), 2.95(t, J=6. 6Hz, 2H), 2.7l(s, 2H), 2.68(t, J=8. 4Hz, 
2H), 2.25(s, 3H), 2. 17-2. 10 (m, 2H), 1.6l(m, 6H), 1. 14 (s, 6H) e 

mmmi (4 4) 

10 2, 2-^^/V-3- (5- (2- (2- frtt/KftW-A.-'fA') 
-5-^fW/-/I/-4-f^) -3, 4-*Jt\?wry# 



TLC : Rf 0.76(^^r*^V : : 1) ; 

NMR(CDC1 3 ) : 8 7.08(dd, J=8. 1, 7.8Hz, 1H), 6.89(d, J=7.8Hz, 1H), 
6.75(d, J=8.1Hz, 1H), 5.83(t, J=4.8Hz, 1H), 4. 19 (t, J=6.6Hz, 2H), 
3. 76-3. 73 (m, 4H), 3.47(s, 3H), 2.94(t, J=6. 6Hz, 2H), 2. 71-2. 67 (m, 8H), 
20 2.25(s, 3H), 2.17-2. 10 (m, 2H), 1.14(s, 6H) 0 

mrnmi (45) 
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2, 2-^^-5- (5- (2- (2-7i^-5-^f/VtW 
_ /V ,_ 4 _^;v) jx)^^) -3, 4-i?tKnt7^vy-l-^f;W) ^ 



5 




TLC : Rf 0. 68 (^=^^^ : As=2 : 1) ; 

NMR(CDC1 3 ) : 6 8. 02-7. 94 (m, 2H), 7. 48-7. 37 (m, 3H), 7. 11 (t, J=7. 8Hz, 
1H), 6.85(d, J=7.8Hz, 1H), 6.78(d, J=7.8Hz, 1H), 5.82(t, J=4.4Hz, 1H), 
10 4.25(t, J=6. 6Hz, 2H), 3.59(s, 3H), 2.99(t, J=6. 6Hz, 2H), 2.7l(t, J=7. 6Hz, 
2H), 2. 44-2. 32 (m, 2H), 2. 24-2. 11 (m, 2H), 1.65-1. 33 (m, 4H), 1.14(s, 6H)„ 

2-^<W;Vttl/-Z- (5- (2- (2- {A-^-^vy^jV) -5 

15 -j.*f-)Vjr*^/— jv-i-jji') 3^Y**s) -3, 4-^tKnt7^i^ 




TLC : Rf 0.27 i^^y : g^n^/1^4 : 1) ; 
20 NMR(CDC1 3 ) : 8 7.87(m, 2H), 7. 26-7. 18 (m, 7H), 7.08(dd, J=8. 1, 8.1Hz, 
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1H), 6.84(d, J=8.1Hz, 1H), 6.79(d, J=8. 1Hz, 1H), 5.95(dd, J=4.5, 4. 5Hz, 
1H), 4.63(d, J=11.7Hz, 1H), 4.34(d, J=11.7Hz, 1H), 4.26(t, J=6.6Hz, 2H), 
4. 16 (dd, J=9.0, 3.6Hz, 1H), 3.70(s, 3H), 3. 04-2. 58 (m, 6H), 2.38(s, 3H), 
2.37(s, 3H), 2. 24-2. 14 (m, 2H) e 

5 

mm 

3- (5- (2- (2- (4-^fvK7:r~A0 

*-h*i/) -3, Yn-rytv^- 1— (jv) /n/^ 



10 




H^l^itUfcfb^ (9 5 0mg) (8.0ml) &«fctf 

Tb7tKa77y(8.0ml) fc&#U 2 NtK^-T* b V V J»fcWm (3. 3 

mi) mm.v-mmw\^tco OT^i^iNii^ititt 

SBttt£«teW1-5^Wffr&# (7 4 5mg) £r#fc„ 
TLC : Rf 0. 63 P ni tJn/VA \ J — /U=8 : 1) ; 
20 NMR(DMS0-d 6 ) : 6 7.79(d, J=8. 2Hz, 2H), 7.29(d, J=8. 2Hz, 2H), 7.14(dd, 
J=8.0, 8.0Hz, 1H), 6. 97-6. 78 (m, 2H), 5.84(brt, 1H), 4.19(t, J=5.8Hz, 2H), 
2.91(t, J=5.8Hz, 2H), 2.75-2.20(111, 6H), 2.33(s, 3H), 2.36(s, 3H), 
2. 20-1. 94 (m, 2H) 0 
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mmw2 (i) ~~&mm2 (4 1) 

m&mi^Mm^tc%,&®(DftK>r)K.mmMi (1) ~mmmi m.m 

MMi (11) ~£MMi (2 7) &£TfimifoWl (3 2) ~H»Ji (4 
1112 (1) 

3- (5- (2- (2-7*=^- 5 -^^^f-y— A"- a 
10 h*is) -3, 4-i?tKnt7^1/y-l-^) ^n/<yS 



TLC : Rf 0. 51 n H/ft/VA : ^ /l^=10 : 1) ; 
15 NMR(CDC1 3 ) : 6 8. 02-7. 94 (m, 2H), 7. 46-7. 37 (m, 3H), 7. 13 (t, J=8. 0Hz, 
1H), 6.88(d, J=8.0Hz, 1H), 6.81(d, J=8.0Hz, 1H), 5.89(brt, J=4.6Hz, 1H), 
4.25(t, J=6.6Hz, 2H), 3.00(t, J=6. 6Hz, 2H), 2. 83-2. 52 (m, 6H), 2.37(s, 
3H), 2.27-2. 12 (m, 2H) D 

20 mmm2 (2) 

3- (5- (2- (2- (e-^^rs/tr v^-s-^M -5- 

-1— ifr) /DAVi 
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TLC : Rf 0. 47(2 n n Tfr/VA : * ? J «-/V=10 : 1) ; 
NMR(CDC1 3 ) : 5 8.73(dd, J=2. 4, 0. 4Hz, 1H), 8.00(dd, J=9.0, 2.4Hz, 1H), 
5 7. 12 (t, J=8. 0Hz, 1H) , 6. 89 (d, J=8. OHz, 1H) , 6. 80 (d, J=8. OHz, 1H) , 6. 53 (dd, 
J=9.0, 0.4Hz, 1H), 5.89(brt, J=4.4Hz, 1H), 4.23(t, J=6. 6Hz, 2H), 3. 14 (s, 
6H), 2.97(t, J=6.6Hz, 2H), 2. 83-2. 52 (m, 6H), 2.34(s, 3H), 2. 26-2. 12 (m, 
2H) 0 

10 mMM2 (3) 

3- (5- (2- (2- (1, -5-/ 

^h^f) -3, 4— ?t Yn-ry^vv- 



15 




TLC : Rf 0. 61 n ci $i/UJ>> : * $ J —7^=8 : 1) ; 

NMR(DMS0-d 6 ) : 6 7.43(d, J=8.3Hz, 1H), 7.35(s, 1H), 7.14(dd, J=8.0, 
8.0Hz, 1H), 7.01(d, J=8.3Hz, 1H), 6. 96-6. 75 (ra, 2H), 6.09(s, 2H), 5.84(brt, 
20 1H), 4.18(t, J=6.0Hz, 2H), 2.90(t, J=6. OHz, 2H ), 2. 75-2. 20 (m, 6H), 
2.3l(s, 3H), 2. 20-1. 94 (m, 2H) 0 
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iiM2 (4) 

3- (5- (2- (2- (4- t-^W*^) 

^_ 4 -^ /l/ ) ccfdrV) -3, 4-^tKot7^Vy-l-f/» 7" 



5 




TLC : Rf 0.47(^na^/^ : t# /— /U=10 : 1) ; 
NMR(CDC1 3 ) : 5 7.90(d, J=8.6Hz, 2H), 7.44(d, J=8.6Hz, 2H), 7. 12 (dd, 
J=7.8, 7.6Hz, 1H), 6.88(d, J=7.6Hz, 1H), 6.80(d, J=7.8Hz, 1H), 5.88(t, 
10 J= 6.6Hz, 1H), 4.24(t, J=6.4Hz, 2H), 2.99(t, J=6. 4Hz, 2H), 2. 84-2. 50 (m, 
6H), 2.35(s, 3H), 2. 19 (m, 2H), 1.33(s, 9H) C 

mmt!2 (5) 

3- (5- (2- (2- (6- (*/Vfc))^-4-' i/V) 
15 /^) -5-p*fvV**f-> f ~vl'-4-' T^) ^b^) -3, 4-^fcKo 




TLC : Rf 0. 32(^0 0/^/1^ : /W=10 : 1) ; 

20 NMR(DMS0-d 6 ) : 5 8.6l(d, J=2.4Hz, 1H), 7.97(dd, J=8.8, 2.4Hz, 1H), 
7. 13 (dd, 1=8.4, 7.4Hz, 1H), 6. 96-6. 82 (m, 3H), 5.84(t, J=4.4Hz, 1H), 
4.17(t, J=6.4Hz, 2H), 3.68(m, 4H), 3.53(m, 4H), 2.89(t, J=6. 4Hz, 2H), 
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2. 69-2. 45 (m, 4H), 2. 43-2. 28 (m, 2H), 2.3l(s, 3H), 2. 10 (m, 2H)„ 
mmM2 (6) 

3- (5- (2- (2- (4 -v^^VVT 5 7 7x^) -5-^^^ 
5 f-y— ;v-4— f/>) -3, 4-^fcKat7i?t/y-l-^;v) 



TLC : Rf 0. 50(^ P n tfc/l'A : ^ ^ / — : 1) ; 

10 NMR(CDC1 3 ) : 5 7.80(d, J=9Hz, 2H), 7.150b, 1H), 6.90-6.70(m, 4H), 

5.90(t, J=4Hz, 1H), 4.25(t, J=7Hz, 2H), 3.00(s, 6H), 2.95(t, J=7Hz, 2H), 
2. 80-2. 50 (m, 6H), 2.35(s, 3H), 2.20(m, 2H) 0 

mmM2 (7) 

15 3- (5- (2- (2 — f yyuVAs- 5-^^/^ d rf-y , —/^-4-^/V) 
^h^vO -3, 4-v?tKat7^vy-l-'f/l') ^u^^Wt 



20 TLC : Rf 0. 43(^ ct P -fojVJ* : / — /V=9 : 1) ; 

NMR(CDC1 3 ) : 5 7.15(dd, J=7. 5, 7. 5Hz, 1H), 6.85(d, J=7. 5Hz, 1H), 
6.80(d, J=7.5Hz, 1H), 5.90(t, J=4Hz, 1H), 4.20(t, J=6Hz, 2H), 3. 00 On, 
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1H), 2.90(t, J=6Hz, 2H), 2.75(m, 2H), 2.65(t, J=8. 5Hz, 2H), 2.55(t, 
J=8.5Hz, 2H), 2.20(s, 3H), 2.20(m, 2H), 1.30(d, J=6Hz, 6H) e 

mMM2 (8) 

5 3- (5- (2- (2- {A-YVy^n^^;vy^;V) 

ar^y—As-l-' (M ^h*is) -3, 4-^tKnt7^^y-l- 



10 TLC : Rf 0.60(^nn*/^ : ^=9: 1) ; 

NM(DMS0-d 6 ) : 8 8. 10 (d, J=8Hz, 2H), 7.85(d, J=8Hz, 2H), 7.15(dd, J=8, 
8Hz, 1H), 6. 95-6. 85 (m, 2H), 5.85(m, 1H), 4.20(t, J=6Hz, 2H), 2.95(t, 
J=6Hz, 2H), 2. 70-2. 50 (m, 4H), 2.40(s, 3H), 2.40(m, 2H), 2. 10 (m, 2H) 0 

15 jlM2 (9) 

3- (5- (2- (2- (4- MJy/^n^^^v'^^^/W) -5- 

(M ^h^) -3, 4-v?tKnt7^vy 

-1— T/v) /n/^i 




TLC : Rf 0. 51 n u TjWA : ^ ^ / — /W=9 : 1) ; 



F-W W ] 



F 
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NMR(DMS0-d 6 ) : 6 8.00(d, J=9Hz, 2H), 7.50(d, J=9Hz, 2H), 7.15(dd, J=8, 
8Hz, 1H), 6. 95-6. 85 (m, 2H), 5.85(m, 1H), 4.20(t, J=6Hz, 2H), 2.95(t, 
J=6Hz, 2H), 2. 70-2. 50 (m, 4H), 2.40(m, 2H), 2.40(s, 3H), 2. 10 (m, 2H)„ 

5 mmm2 do) 

3- (5- (2- (2- (4-^nn7i=/V) - 5 ^}V^^/—?V 
_ 4 _^^) ^a^) -3, 4-^\i\ f vxi-y^uy-i-^M y°u/< 




10 TLC : Rf 0.60(? uvfc/UJ* : ^^y— 71^=9 : 1) ; 

NMR(DMS0-d 6 ) : 5 7.95(d, J=8Hz, 2H), 7.60(d, J=8Hz, 2H), 7.15(dd, J=8, 
8Hz, 1H), 6.95(d, J=8Hz, 1H), 6.90(d, J=8Hz, 1H), 5.85(t, J=4Hz, 1H), 
4.20(t, J=6Hz, 2H), 2.95(t, J=6Hz, 2H), 2. 65-2. 50 (m, 6H), 2.40(s, 3H), 
2. 10 (m, 2H) 0 

15 

^^12 (11) 

3- (5- (2- (2- u-^^^y^-M 

^. jV - A -j; V ) -3, 4-e?tKnt7^vy-i-^) •? 



20 




TLC : Rf 0.49G? : * — ^=9 : l) ; 
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NMR(DMS0-d 6 ) : 5 7.80(d, J=8Hz, 2H), 7.35(d, J=8Hz, 2H), 7.15(dd, J=8, 
8Hz, 1H), 6.95(d, J=8Hz, 1H), 6.90(d, J=8Hz, 1H), 5.85(t, J=4Hz, 1H), 
4.20(t, J=7Hz, 2H), 2.95(t, J=7Hz, 2H), 2. 65-2. 55 (m, 4H), 2.50(s, 3H), 
2.40(m, 2H), 2.35(s, 3H), 2. 10 (m, 2H)„ 

5 

mMM2 (12) 

3- (5- (2- (2- (4— T y^n \£;V7x.-;V) 

,1,-4-4 /u) ^Y*iy) -3, 4— S^fc Yn-r7$\s-y-l-> iiV) 



10 




TLC : Rf 0. 58(^ n p zfr/l'A : * ;U=9 : 1) ; 

NMR(DMS0-d 6 ) : 5 7.80(d, J=8Hz, 2H), 7.35(d, J=8Hz, 2H), 7.15(dd, J=8, 
8Hz, 1H), 6.90(d, J=8Hz, 1H), 6.85(d, J=8Hz, 1H), 5.85(t, J=4Hz, 1H), 
15 4. 20 (t, J=6Hz, 2H) , 3. 00-2. 90 (m, 3H) , 2. 65-2. 50 (m, 4H) , 2. 40-2. 35 (m, 2H) , 
2.35(s, 3H), 2.10(m, 2H), 1.20(d, J=8Hz, 6H) 0 

mm (13) 

3- (5- (2- (2- (4-7 P ci V;V7cc=.;V) - 5 -7< 5v^^f-)A- 

20 A*-*-' (M ^h*i/) -3, 4-^Vui-y^uy-i-4^) -7v 
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TLC : Rf 0.53(^nn#v/t'A : ^^y—;U=9 : 1) ; 

NMR(DMS0-d 6 ) : 8 7.80(d, J=8Hz, 2H), 7.30(d, J=8Hz, 2H), 7.15(dd, J=8, 
8Hz, 1H), 6.90(d, J=8Hz, 1H), 6.85(d, J=8Hz, 1H), 5.85(t, J=4Hz, 1H), 
5 4.20(t, J=6Hz, 2H), 2.95(t, J=6Hz, 2H), 2. 65-2. 50 (m, 8H), 2. 40-2. 35 (m, 
2H), 2.35(s, 3H), 2. 10 (m, 2H), 0.90(t, J=8Hz, 3H) e 

mmm2 (n) 

3- (5- (2- (2- (2, 2-i?7Arfrn-l, Z-VJr^JWV 
10 /l^- 4-^/1^) :xf*dr>/) -3, 4- 




TLC : Rf 0. 51(^ nc*M : ^ — ^=9 : D ; 
15 NMR(DMS0-d 6 ) : 5 7.85(m, 1H), 7.80(m, 1H), 7.55(d, J=8Hz, 1H), 7.15(dd, 
J=8, 8Hz, 1H), 6.90(d, J=8Hz, 1H), 6.85(d, J=8Hz, 1H), 5.85(t, J=4Hz, 
1H), 4.20(t, J=7Hz, 2H)^ 2.95(t, J=7Hz, 2H), 2. 65-2. 50 (m, 4H), 2.40- 

'J 

2.35(m, 2H), 2.35(s, 3H), 2. 10 (m, 2H) e 

20 mMM2 (1 5) 

3- (5- (2- (2- (6-^xW5y^^^y- 3-«(/U) -5- 

-1— -fu/^sm. 
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H 3 C^ 




10 



TLC : Rf 0. 54(^ n n : ^ 9 / — /V=8 : 1) ; 

NMR(DMS0-d 6 ) : S 8.56(d, J=2.4Hz, 1H), 7.88(dd, J=9.0, 2.4Hz, 1H), 

7.13(dd, J=7.8, 7.8Hz, 1H), 6.89(d, J=7.8Hz, 1H), 6.86(d, J=7.8Hz, 1H), 

6.65(d, J=9.0Hz, 1H), 5.84(dd, J=4.2, 4. 2Hz, 1H), 4.17(t, J=6. 3Hz, 2H), 

3.51(q, J=6.9Hz, 4H), 3.32(brs, 1H), 2.88(t, J=6. 9Hz, 2H), 2. 70-2. 46 (m, 

4H), 2.36(t, J=7.2Hz, 2H), 2.30(s, 3H), 2. 18-2. 00 (m, 2H), 1.10(t, J=6. 9Hz, 

6H) 0 



j2 (16) 



3- (5- (2- (2- (tf'<!JS?:'-l-'fAO -5-^W7^ 



15 



W S-^CH 3 




20 



TLC : Rf 0. 55(^ n n jfc/VA : * 9 J —^=9 : 1) ; 

NMR(DMS0-d 6 ) : 8 12.10(br, 1H), 7. 13 (t, J=8. 1Hz, 1H), 6.87(d, J=8. 1Hz, 
1H), 6.85(d, J=8.1Hz, 1H), 5.85(t, J=4. 5Hz, 1H), 4.13(t, J=6.6Hz, 2H), 
3. 39 - 3. 22 (m, 4H), 2.83(t, J=6.6Hz, 2H), 2.61(t, J=7. 2Hz, 2H), 2.55(t, 
J=7.8Hz, 2H), 2.36(t, J=7.8Hz, 2H), 2. 18 (s, 3H), 2. 14 -2. 04 (m, 2H), 1.58 
- 1.48(m, 6H)„ 



123 



WO 02/051820 



PCT/JP01/11255 



mMM2 (17) 

3- (5- (2- (2- (4-^^/Vk°^7v ? ^-l— <W -5-^^ 
f-TS^-A^A-JM =^V^y) -3, 4-e?kKPt7^1/y-l-^ 

5 ^B^^t-mttt 



TLC : Rf 0. 30(^ n n */Wi>> : ^ ^ J —jU=9 : 1) ; 

NMR(DMS0-d 6 ) : 5 12.05(br, 1H), 7.13(t, J=8. 1Hz, 1H), 6.86(d, J=8. 1Hz, 
10 1H), 6.85(d, J=8.1Hz, 1H), 5.85(t, J=4. 2Hz, 1H), 4.13(t, J=6.6Hz, 2H), 
3.27(t, J=4.8Hz, 4H), 2.84(t, J=6.6Hz, 2H), 2.61(t, J=7. 5Hz, 2H), 2.55(t, 
J=8. 1Hz, 2H), 2.41 -2. 32 (m, 6H), 2. 19 (s, 6H), 2. 14 - 2. 04 (m, 2H) 0 

mMM2 (1 8) 



15 3- (5- (2- (2- (^-/Wfr y ^- 4 — i/V) 

-4-^A-) ^Y**s) -3, I/y-1- (M -fxi* 



20 TLC : Rf 0. 45(^ n o jfc/Kk : ^ ^ / — /V=9 : 1) ; 

NMR(DMS0-d 6 ) : 6 12.02(br, 1H), 7. 13 (t, J=7. 8Hz, 1H), 6.86(d, J=7. 8Hz, 
1H), 6.85(d, J=7.8Hz, 1H), 5.85(t, J=4. 2Hz, 1H) , 4. 14 (t, J=6. 3Hz, 2H), 
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3.66(t, J=4.8Hz, 4H), 3.25(t, J=4.8Hz, 4H), 2.85(t, J=6. 3Hz, 2H), 2.6l(t, 
J=7.5Hz, 2H), 2.55(t, J=8. 1Hz, 2H), 2.36(t, J=8. 1Hz, 2H), 2.20(s, 3H), 
2. 14 - 2.04(m, 2H) 0 

5 mm (19) 

3- (5- (2- (2- (WM!)y-4-f/U) 

_ /W _ 4 _^ / U) oihdri/) -3, 4-v>tKat7^vy-l-^) 7* 



TLC : Rf 0.45(^nt3 7}vW>> : fr=9 : 1) ; 

NMR(DMS0-d 6 ) : 5 12.09(br, 1H), 7. 13 (t, J=7.8Hz, 1H), 6.86(d, J=7.8Hz, 
1H), 6.85(d, J=7.8Hz, 1H), 5.85(t, J=4. 2Hz, 1H), 4. 14 (t, J=6.6Hz, 2H), 
3.67 - 3. 58 (m, 4H), 2.84(t, J=6.6Hz, 2H), 2.66 - 2. 49 (m, 8H), 2.36(t, 
15 J=8.1Hz, 2H), 2. 19 (s, 3H), 2.15 -2. 05 (m, 2H) 0 

mmM2 (2 0) 



3- (5- (2- (2- -S-tf-fr* 
^y w _ /V _ 4 _^ / V) jif^i/) -3, 4-^tKBf7^l/^-l-'f 

20 /V) ^n/^H • 




10 



N =/ S^CH 3 
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TLC : Rf 0. 48(^ oa*;vA : * £ J — ;V=9 : 1) ; 
NMR(DMS0-d 6 ) : 6 12.09(br, 1H), 8.94(d, J=2. 1Hz, 1H), 8.11(dd, J=8. 1, 
2.1Hz, 1H), 7.37(d, J=8.1Hz, 1H), 7.14(t, J=8. 1Hz, 1H), 6.90(d, J=8.1Hz, 
1H), 6.85(d, J=8.1Hz, 1H), 5.84(t, J=4. 2Hz, 1H), 4.20(t, J=6.0Hz, 2H), 
2.93(t, J=6.0Hz, 2H), 2.61(t, J=7. 5Hz, 2H), 2.56(t, J=8. 4Hz, 2H), 2.51(s, 
3H), 2.40(t, J=7.5Hz, 2H), 2.35(s, 3H), 2. 14 -2.04 (m, 2H) a 



2 (21) 



3- (5- (2- (2- (1, 5— ^fvUfyy— 7V-Z-y(;V) -5- 
10 ^vi^^rif-y— As- 4 — 4 /V) ^h^y) -3, 4-i?tKPt7^Uy 

H3C> N 



HaC^ 7 O^CH 3 




TLC : Rf 0. 39(^ P o -fc;V& : * # / — /V=9 : 1) ; 
15 NMR(DMS0-d 6 ) : 5 12.09(br, 1H), 7.14(t, J=8. 1Hz, 1H), 6.89(d, J=8. 1Hz, 
1H), 6.86(d, J=8.1Hz, 1H), 6.45(s, 1H), 5.84(t, J=4. 2Hz, 1H), 4.17(t, 
J=6.3Hz, 2H), 3.76(s, 3H), 2.88(t, J=6. 3Hz, 2H), 2.6l(t, J=7. 5Hz, 2H), 
2.54(t, J=7.8Hz, 2H), 2.36(t, J=7. 5Hz, 2H), 2.28(s, 3H), 2.27(s, 3H), 
2.14 - 2.04(m, 2H) D 

20 

rnimz (2 2) 

3 - (5- (2- (2- (4-^^tr^<]J^y-l— (M 
^ T y- / ^_ 4 _-^ / W) jch^V) -3, 4-^tKot7^l/y-l--i 
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TLC : Rf 0.55(g£H^5vV) ; 

NMR(DMS0-d 6 ) : 5 7.04(t, J=7.8Hz, 1H), 6.77(d, J=7. 8Hz, 1H), 6.76(d, 
5 J=7.8Hz, 1H), 5. 78-5. 72 (m, 1H), 4.04(t, J=6. 6Hz, 2H), 3. 70-3. 58 (m, 2H), 
2. 84-2. 74 (m, 2H), 2.80(bs, 1H), 2.74(t, J=6. 6Hz, 2H), 2. 55-2. 40 (m, 4H), 
2. 30-2. 23 (m, 2H), 2.08(s, 3H), 2. 05-1. 95 (m, 2H), 1.60-1. 35 (m, 3H), 
1.14-0. 94 (m, 2H), 0.80(<L J=6.6Hz, 3H)„ 

10 mffiM2 (2 3) 

3- (5- (2- (2- {S-*°?jV\£7*?'y-2->(J\') -5-/^* 
df^-j/— ju-i-sffl,) ^h^vO -3, 4-^tKnt7^^-l-'f 




TLC : Rf 0. 51(^ nn*M : *9 J— /l"=10 : 1) ; 
NMR(DMS0-d 6 ) : S 12.08(br, 1H), 9.06(m, 1H), 8.60(m, 1H), 7.14(dd, 
J=8.1, 8.1Hz, 1H), 6.90(d, J=8. 1Hz, 1H), 6.86(d, J=8. 1Hz, 1H), 5.84(dd, 
J=4.5, 4.5Hz, 1H), 4.22(t, J=6. 3Hz, 2H), 2.97(t, J=6. 3Hz, 2H), 2.65- 
20 2. 52 (ra, 7H), 2.38(s, 3H), 2. 40-2. 32 (m, 2H), 2. 13-2. 04 (m, 2H) 0 

^MM2 (2 4) 
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3- (5- (2- (2- (1, 2, 3, 6-fb7tKa^yi?y-l-^ 
;V) -5-^f/W/-/W-4-^/W) -3, 4-i?tKBt 



TLC : Rf 0. 40(^ n n ^/W^ : t< * / — A«=9 : 1) ; 

NMR(CDC1 3 ) : 6 7.12(t, J=7.8Hz, 1H), 6.87(d, J=7. 8Hz, 1H), 6.80(d, 

J=7.8Hz, 1H), 5. 92-5. 84 (m, 2H), 5. 78-5. 70 (m, 1H), 4.21(t, J=6. 9Hz, 2H), 

3.86(dt, J=5.4, 2.7Hz, 2H), 3.54(t, J=5. 7Hz, 2H), 2.97(t, J=6. 9Hz, 2H), 

10 2. 80-1. 60 (br, 1H) , 2. 80-2. 72 (m, 2H) , 2. 70 (t, J=8. 1Hz, 2H) , 2. 60- 2. 54 (m, 
2H), 2. 30-2. 18 (m, 4H), 2.26(s, 3H)„ 

iMJ2 (2 5) 

2- (5- (2- ( ^ 
15 -3, 4-^tKcf7^^y-l-^/V) Hi 



TLC : Rf 0. 54(^ p n tJvUA \}9 J — 7V=10 : l) ; 
20 NMR(CDC1 3 ) : 5 8. 01-7. 92 (m, 2H), 7. 48-7. 36 (m, 3H), 7.09(t, J=8. OHz, 
1H), 6.83(d, J=8.0Hz, 1H), 6.76(d, J=8.0Hz, 1H), 6.00(t, J=4. 8Hz, 1H), 
4.20(t, J=6.4Hz, 2H), 3.43(brs, 2H), 2.98(t, J=6.4Hz, 2H), 2.75(t, 




5 
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J=8.0Hz, 2H), 2.35(s, 3H), 2. 32-2. 18 (m, 2H) D 

mmM2 (2 6) 
2- (5- (2- (2- 
5 sh^V) -3, 4-5?kKot7^^-l-^) 5i& 



TLC : Rf 0. 45(^ n d tJvI'A : ^ ^ / — /V=10 : 1) ; 
10 NMR(CDC1 3 ) : 6 7.86(d, J=8. 1Hz, 2H), 7.22(d, J=8. 1Hz, 2H), 7.09(dd, 
J=7.8, 7.8Hz, 1H), 6.83(d, J=7.8Hz, 1H), 6.78(d, J=7.8Hz, 1H), 6.00(t, 
J=4.5Hz, 1H), 4.02(t, J=6.6Hz, 2H), 3.44(s, 2H), 2.97(t, J=6.6Hz, 2H), 
2.75(t, J=6.6Hz, 2H), 2.38(s, 3H), 2.34(s, 3H), 2.26(m, 2H)„ 

15 mm 2 (2 7) 

5- (5- (2- (2 - 7x=^- 5 - ^ W^ty- As—A-jfr) ^ 

h^f) -3, s<v?vm 



20 TLC : Rf 0. 55(^ n n ifc/VJ* : ^ ^ / — ;U=9 : 1) ; 

NMR(CDC1 3 ) : 5 8. 02-7. 94 (m, 2H), 7. 48-7. 37 (m, 3H), 7.12(t, J=8. 0Hz, 
1H), 6.87(t, J=8.0Hz, 1H), 6.79(d, J=8. 0Hz, 1H), 5.84(t, J=4.6Hz, 1H), 
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4.25(t, J=6.4Hz, 2H), 3.00(t, J=6. 4Hz, 2H), 2.71(t, J=7. 4Hz, 2H), 
2. 50-2. 30 (m, 7H), 2.25-2. 10 (m, 2H), 1. 78-1. 45 (ra, 4H)„ 

9ffiM2 (2 8) 
5 5- (5- (2- (2- (A-t^y*-/^) 

-4— T/l^) ^hdriX) -3, Fv1"7? Is^-l-jAr) 

10 TLC : Rf 0.27(:? ontfcA'A : ^?/—/V=20 : 1) ; 

NMR(CDC1 3 ) : 5 7.85(d, J=8Hz, 2H), 7.20(d, J=8Hz, 2H), 7. 15 (dd, J=8, 
8Hz, 1H), 6.85(d, J=8Hz, 1H), 6.80(d, J=8Hz, 1H), 5.85(t, J=7Hz, 1H), 
4.25(t, J=7Hz, 2H), 3.00(t, J=7Hz, 2H), 2.70(t, J=8Hz, 2H), 2. 50-2. 30 (m, 
4H), 2.40(s, 3H), 2.30(s, 3H), 2.20(m, 2H), 1. 80-1. 50 (m, 4H) 0 

15 

mm* (29) 

5- (5- (2- (2- (1, 3 -SWMH* 5 ~4M 

s f-;VttW~-A'- 4-4 7>) x-Y^V) -3, KPt7^l^y- 
1-4 M sOf^B 



20 




TLC : Rf 0. 20 (^ o n Tfr/VA : / ? / — /V=20 : l) ; 
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MJR(CDC1 3 +CD 3 0D) : 8 7.55(dd, J=8Hz, 1H), 7.45(d, J=lHz, 1H), 7. 15(dd, 
J=7.5, 7.5Hz, 1H), 6.90(d, J=7.5Hz, 1H), 6.85(d, J=8Hz, 1H), 6.80(d, 
J=7.5Hz, 1H), 6.00(s, 2H), 5.85(t, J=4Hz, 1H), 4.20(t, J=6.5Hz, 2H), 
2.95(t, J=6.5Hz, 2H), 2.70(t, J=8Hz, 2H), 2. 50-2. 20 (m, 4H), 2.30(s, 3H), 
5 2.20(m, 2H), 1.80-1. 45 (m, 4H) 0 

mmM2 (3 0) 

5- (5- (2- (2- (4— ^^vVT^/^^/U) -5-*^SV** 
f-l/— ;V-A— Y/V) ^h*is) -3, fW^l/y-l-^) 

10 



TLC : Rf 0. 55(^ nn*M : * 9 / — /V=9 : 1) ; 
NMR(CDC1 3 ) : 5 7.80(d, J=8Hz, 2H), 7.10(m, 1H), 6. 90-6. 70 (m, 4H), 
15 5.85(m, 1H), 4.20(t, J=6. 5Hz, 2H), 3.00(s, 6H), 2.95(m, 2H), 2.70(m, 2H), 
2.50-2. 10 (m, 6H), 1.80-1. 50 (m, 4H) 0 

mmi o i) 

2, 2— 3- (5- (2- (2-7i^-5-^WW 
20 _ /V _4_^ 7 u) jc^^) -3, 4-i?tKot7^^-l->fA') 7° 
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TLC : Rf 0.35(^f-y : H^5^=2 : 1) ; 

NMR(DMS0-d 6 ) : 5 12. 07 (br, 1H) , 7. 93 - 7. 86 (m, 2H) , 7. 53 - 7. 42 (m, 3H) , 
7.09(t, J=8.1Hz, 1H), 6.95(d, J=8. 1Hz, 1H), 6.86(d, J=8. 1Hz, 1H), 5.84(t, 
5 J=4.2Hz, 1H), 4.19(t, J=6.3Hz, 2H), 2.93(t, J=6. 3Hz, 2H), 2.65(s, 2H), 



mmm2 (32) 

2, 2-^^-3- (5- (2- (2- (6-^9vVTS/tfP^ 
10 -5-^^M^-fy-^-4:-4M -3, 4- 



15 TLC : Rf 0.62(^1*-:/ : @^^^=1 : 19) ; 

NMR(CDC1 3 ) : 6 8.73(d, J=2.7Hz, 1H), 8.05(dd, J=8. 7, 2. 7Hz, 1H), 
7.08(dd, J=7.8, 7.8Hz, 1H), 6.96(d, J=7. 8Hz, 1H), 6.76(d, J=7.8Hz, 1H), 
6.58(d, J=8.7Hz, 1H), 5.9l(t, J=4. 5Hz, 1H), 4. 23 (t, J=6. 3Hz, 2H), 3.20(s, 
6H), 2.96(t, J=6.3Hz, 2H), 2.76(s, 2H), 2.68(t, J=7. 5Hz, 2H), 2.34(s, 

20 3H), 2.18-2.1 l(m, 2H), 1. 15(s, 6H) 0 

mMM2 (3 3) 

2, 2-^fvW-3- (5- (2- (2— f V7u\f;V-5-*?-;Vtt 
^-y^. /V _ 4 _^ 7U ) -3, 4— ^fc Knt7^vy-l-'f/i') 



2.55(t, J=7.8Hz, 2H), 2.34(s, 3H), 2.08 - 1.98(m, 2H), 0.99(s, 6H)„ 
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H3C CH3 



H 3 C Nv^v° v 

HI 1 

H 3 C 0"^CH 3 ^ 



• 1/2Ca 



5 TLC : Rf 0.86(^1^ : ^k^/V=\ : 19) ; 

NMR(DMSO-d 6 ) : S 7.06(m, 1H), 7.58(d, J=7. 5Hz, 1H), 6.80(d, J=8. 1Hz, 
1H), 5.88(m, 1H), 4.10(t, J=6. 9Hz, 2H), 2. 94 (quint, J=6. 9Hz, 1H), 2.79(t, 
J6.6Hz, 2H), 2.63(s, 2H), 2.50(m, 2H), 2. 19 (s, 3H), 2.05(m, 2H), 1.20(d, 
J=6.9Hz, 6H), 0.89(s, 6H) D 

10 

mmm2 (34) 



2, 2-^^-3- (5- (-2- (2- (6- (t°]J 1 — ( /V) 



TLC : Rf 0.59(^no7fc/^ : /^/—JU=B : 1) ; 
NMR(DMS0-d 6 ) : 3 8.57(d, J=2.1Hz, 1H), 7.90(dd, J=9.0, 2.1Hz, 1H), 
20 7.06(dd, J=8. 1, 7.5Hz, 1H), 6.97(d, J=7. 5Hz, 1H), 6.87(d, J=9. OHz, 1H), 
6.8l(d, J=8.1Hz, 1H), 5.84(t, J=4. 5Hz, 1H), 4. 15 (t, J=6. 3Hz, 2H), 
3. 68-3. 50 (m, 4H), 2.88(t, J=6.3Hz, 2H), 2. 66-2. 48 (m, 4H), 2.29(s, 3H), 



15 
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2. 14-1. 92 (m, 2H), 1.70-1. 38 (m, 6H), 0.85(s, 6H) 6 



■MM2 (3 5) 



2, 2-^^-3- (5- (2- (2- (6- fr/Ufa JJ y S-4 -J A) 

3, 4-v?tKpt7^vy-i-'fA') zfv<ym • i-hV 



10 TLC : Rf 0.56(^nnzfr/W* : J— ;V=% : 1) ; 

NMR(DMSO-d 6 ) : 8 8.61(d, J=2. 1Hz, 1H), 7.97(dd, J=9.0, 2.1Hz, 1H), 
7.06(dd, J=8.i, 7.5Hz, 1H), 6.97(d, J=8. 1Hz, 1H), 6.9l(d, J=9. OHz, 1H), 
6.81(d, J=7.5Hz, 1H), 5.84(t, J=4. 5Hz, 1H), 4. 1 6(t, J=6.0Hz, 2H), 
3. 76-3. 62 (m, 4H), 3. 60-3. 44 (m, 4H), 2.89(t, J=6. OHz, 2H), 2. 64-2. 48 (m, 

15 4H), 2.3l(s, 3H), 2. 14-1. 92 (m, 4H), 0.84(s, 6H) 0 

mmm2 (3 6) 

2, 2-^^-3- (5- (2- (2- (6-^5vVt 0 P W-Z-J 
jv) - 5 f-)VJr*y-V—)V-A (M ^ V -3,4 -v^t Ko 
20 ^^VX-l— ^o^'yl 
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TLC : Rf 0.48(^1*-^ : @^^^=1 : 19) ; 

NMR(CDC1 3 ) : 8 9.05(d, J =1. 8Hz, 1H), 8.13(dd, J=8. 4, 1.8Hz, 1H), 
7.22(d, J=8.1Hz, 1H), 7.07(dd, J=8. 1, 8.1, Hz, 1H), 6.96(d, J=8. 1Hz, 1H), 
5 6. 75 (d, J=8. 4Hz, 1H) ,5.91 (m, 1H) , 4. 24 (t, J=6 . 6Hz, 2H) , 2. 98 (t, J=6. 6Hz, 
2H), 2.76(s, 2H), 2.68(t, J=7. 8Hz, 2H), 2.60(s, 3H), 2.38(s, 3H), 
2. 18-2. 11 (m, 2H), 1. 15 (s, 6H)„ 

mMM2 (3 7) 



10 2, 2-S^^/V-3- (5- (2- (2- V is— 4 — >f M -5 

-1-4 M -fn/^sWt. 



TLC : Rf 0.72(^^r-^^ : Bffi6ai^=l : 19) ; 

NMR(CDC1 3 ) : 8 7.08(dd, J=8. 1, 7.5Hz, 1H), 6.95(d, J=7. 5Hz, 1H), 
6.76(d, J=8.1Hz, 1H), 5.90(t, J=4. 8Hz, 1H), 4.21(t, J=6. 6Hz, 2H), 3.79(t, 
J=4.8Hz, 4H), 3.39(m, 4H), 2.98(t, J=6.6Hz, 2H), 2.76(s, 2H), 2.67(t, 
20 J=7.8Hz, 2H), 2.27(s, 3H), 2. 18-2. 11 (m, 2H), 1. 14 (s, 6H) 0 

mmm2 os) 

2, 2-^^-3- (5- (2- (2- {V^V 1 — (M -5 




15 
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H3C CH3 



W S-^CH 3 



5 TLC : Rf 0. 76(2 o P#/W=s : *9 J~ ;V=\9: 1) ; 

NMR(CDC1 3 ) : 5 7.07(dd, J=7. 8, 7. 8Hz, 1H), 6.94(d, J=7. 8Hz, 1H), 
6.76(d, J=7.8Hz, 1H), 5.90(t, J=4. 8Hz, 1H), 4.20(t, J=6. 9Hz, 2H), 3.36(m, 
4H), 2.95(t, J=6.9Hz, 2H), 2.76(s, 2H), 6.69(t, J=8. 4Hz, 2H), 2. 24 (s, 
3H), 2. 18-2. 11 (m, 2H), 1.62 (in, 6H), 1. 14 (s, 6H) e 

10 

mmm2 (39) 

2> 2-v^fVV-3- (5- (2- (2- (^^e/V^y ^-4— T/V) 
_5_^^V^T>/-^-4— fAO ^f^vO -3, 4-^tKnt7^ 



TLC : Rf 0. 73(^ v n zft/VA : ^ 9 / — /V=19 : 1) ; 
NMR(CDC1 3 ) : 5 7.08(dd, J=8. 7, 8. 7Hz, 1H), 6.95(d, J=8. 7Hz, 1H), 
20 6.76(d, J=8.7Hz, 1H), 5.91(m, 1H), 4.20(t, J=6.6Hz, 2H), 3.75(m, 4H), 
2.94(t, J=6.6Hz, 2H), 2.77(s, 2H), 2.68(m, 6H), 2. 25(s, 3H), 2.15(m, 2H), 
1. 15 (s, 6H) D 
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(4 0) 

2, 2-t?*?'A'—5— (5- (2- (2-7*^/W-5-^^V^f-y 
-;V-4-y(;V) ^Y**s) -3, Kot7^^-l-^l/) ^ 

5 



TLC : Rf 0. 49(^ d o : ^ * / — ;V=10 : 1) ; 

10 NMR(CDC1 3 ) : 5 8. 01-7. 92 (m, 2H), 7. 48-7. 36 (m, 3H), 7. 10 (t, J=8. 0Hz, 
1H), 6.86(d, J=8.0Hz, 1H), 6.77(d, J=8. 0Hz, 1H), 5.83(t, J=4.6Hz, 1H), 
4.24(t, J=6.6Hz, 2H), 2.99(t, J=6. 6Hz, 2H), 2.7 0(t, J=7. 8Hz, 2H), 
2. 46-2. 32 (m, 2H) , 2. 36 (s, 3H) , 2. 24-2. 11 (m, 2H) , 1. 67-1. 40 (m, 4H) , 1. 17 (s, 
6H) C 

15 

imm2 (4i) 

2~<>'i?Atf-*i'-3- (5- (2- (2- {A-^^;vy^;V) -5 
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TLC : Rf 0. 38(^ P n : * 9 J — ^=10 : 1) ; 

NMR(CDC1 3 ) : 5 7.86(m, 2H), 7.34-7. 12 (m, 7H), 7.08(dd, J=8. 1, 8.1Hz, 
1H), 6.89(d, J=8.1Hz, 1H), 6.80(d, J=8. 1Hz, 1H), 5.99(dd, J=4. 5, 4. 5Hz, 
5 1H), 4.57(d, J=11.7Hz, 1H), 4.4l(d, J=11.7Hz , 1H), 4. 29-4. 20 (m, 2H), 
4.16(dd, J=9.0, 3.6Hz, 1H), 3. 10 (m, 1H), 3.00(t, J=6. 6Hz, 2H), 2.90- 
2.66(m, 2H), 2.60(m, 1H), 2.38(s, 3H), 2.36(s, 3H), 2.25-2. 12 (m, 2H) 0 

jj3 

10 2- (5- (2- (2- (A-%/? n^-y/vy 




15 7k^fby^I>i»T/l^-£A (1 4 7 mg) h7k Ko77^ (7.0 

mi) mmm^mmmi (29) ^ttfcft-a^ a.93 g ) ©ff7tK 

n77^ (1 2ml) }«&0 < CT'?iTU Sai"C 1.5 B#WH*#Lfc. EJS 

20 ffSMU TB*WSHK**?-S^Wfc#» (i.26g) £#fc 0 
TLC : Rf 0.50(^=3rf-^ : HUcc^vi^l : l) ; 

NMR(CDC1 3 ) : 5 7. 92-7. 84 (m, 2H), 7. 30-7. 22 (m, 2H), 7. 13 (dd, J=8. 1, 
8.1Hz, 1H), 7.89(d, J=8. 1Hz, 1H), 6.81(d, J=8. 1Hz, 1H), 5.95(t, J=4. 5Hz, 
1H), 4.25(t, J=6.6Hz, 2H), 3. 82-3. 68 (m, 2H), 2.98(t, J=6.6Hz, 2H), 
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2. 78-2. 66 (m, 4H), 2.53(m, 1H), 2.36(s, 3H), 2.30-2. 16 (m, 2H), 1.96- 
1.70(m, 5H), 1.54-1.14(m, 5H)„ 

mm (1) -^^3 (5) 

5 mmm 1(29) vmm Ltdt^(Ditt> v ^mmm 1 (27), mmm 1 
(28), mmmi uok mmmi (31) &£Tfmmm2x*wmvrcfc 

10 HMM3 (1) 

2 - (5- (2- (2- (4-^^7V7^=7V) -5-^^^^-/^ 

-4-^) -3, 4-S?t Kot7^ ' (M 



TLC : Rf 0. 27(^^f->- : g^^^=2 : 1) ; 

NMR(CDC1 3 ) : 8 7.86(d, J=8.4Hz, 2H), 7.23(d, J=8.4Hz, 2H), 7. 12 (dd, 
J=8.1, 8.1Hz, 1H), 6.89(d, J=8. 1Hz, 1H), 6.8l(d, J=8. 1Hz, 1H), 5.94(t, 
J=4.5Hz, 1H), 4.25(t, J=6.6Hz, 2H), 3.76(m, 2H), 2.98(t, J=6.6Hz, 2H), 
20 2. 78-2. 67 (m, 4H), 2.38(s, 3H), 2.36(s, 3H), 2.22(m, 2H) D 

mm (2) 

2 _ (5- (2- (2-W > y7 s i3fcVV-5-^^^-^^— A*- 4 -4 As) 
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OH 



TLC : Rf 0.34(^f"^ : |ffife^/^=l : D *, 
5 NMR(CDC1 3 ) : 8 7.12(dd, J=7.8, 7. 8Hz, 1H), 6.89(d, J=7. 8Hz, 1H), 
6.79(dd, J=7.8, 0.9Hz, 1H), 5.95(dd, J=4. 5, 4. 5Hz, 1H), 4. 17 (t, J=6. 6Hz, 
2H), 3. 82-3. 70 (m, 2H), 2. 99 (sept., J=6. 9Hz, 1H), 2.89(t, J=6. 6Hz, 2H), 
2. 76-2. 66 (m, 4H), 2.28-2. 16 (m, 2H), 2.25(s, 3H), 1.3l(d, J=6.9Hz, 6H) Q 

10 mMM3 (3) 

2- (5- (2- (2- (A-tf-frV^W-l-JM 
^ r ^ wW _ 4 _^,U) och^riy) -3, 4-i?tKnt7^uy-l-^f 



TLC : Rf 0. 26 ? J —)V : ^&xsf-fl/=\ : 5) ; 

NMR(CDC1 3 ) : 8 7.12(dd, J=8. 1, 8.1Hz, 1H), 6.88(d, J=8. 1Hz, 1H), 
6.80(d, J=8.1Hz, 1H), 5.95(brt, 1H), 4.22(t, J=6. 6Hz, 2H), 3.76(t, 
20 J=6.6Hz, 2H), 3.40(brt, 4H), 2.96(t, J=6. 6Hz, 2H), 2. 76-2. 67 (m, 4H), 
2.50(brt, 4H), 2.33(s, 3H), 2.26(s, 3H), 2.26-2. 17 (m, 2H) D 



15 
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2- (5- (2- (2- (fc'^JJ W-I-^JV) -5-^/^7/^ 
-4-xf/V) jxf^S/) -3, 4-S?fc Knf*7^V^-l— Jt^y 
— )V 



TLC : Rf 0.27(^=¥-^^ : g^^^VV=2 : 1) ; 

NMR(CDC1 3 ) : 6 7.12(dd, J=7.8, 7.8Hz, 1H), 6.88(d, J=7.8Hz, 1H), 
6.81(d, J=7.8Hz, 1H), 5.95(dd, J=4.5, 4. 5Hz, 1H), 4.2l(t, J=6.9Hz, 2H), 
10 3. 75 (m, 2H) , 3. 36 (m, 4H) , 2. 96 (t, J=6. 9Hz, 2H) , 2. 77-2. 68 (m, 4H) , 2. 25 (s, 
3H), 2. 27-2. 18 (m, 2H), 1.72-1. 53 (m, 6H) 0 

ztmms (5) 

3- (5- (2- (2- (4- t'f-JVy ol~;V) 
15 xh^) -3, 4-v J tKnt7^I/y-l->f;>) 



TLC : Rf 0.55(@^^/> : ^^=2 : 1) ; 
20 NMR(CDC1 3 ) : 5 7.86(d, J=8. 1Hz, 2H), 7.23(d, J=8. 1Hz, 2H), 7.12(t, 
J=7.8Hz, 1H), 6.91(d, J=7.8Hz, 1H), 6.80(d, J=7. 8Hz, 1H), 5. 90-5. 84 (m, 
1H), 4.25(t, J=6.6Hz, 2H), 3.68(t, J=6.6Hz, 2H), 2.99(t, J=6.6Hz, 2H), 



5 
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2.7l(t, J=7.8Hz, 2H), 2.52(t, J=7.8Hz, 2H), 2.39(s, 3H), 2.36(s, 3H), 
2. 24-2. 14 (m, 2H), 1.78 (quint, J=7.8Hz, 2H), 1.58(s, 1H) 0 

mm* 

5 2- (5- (2- (2- (4-^ct^/l'7x5/l') -B-tf-A*** 
1? ->/_ / ^_4_^ /l/ .) ^h^v-) -3, 4-^tKnt7^^-l-^>) 




10 IHJSM 3 X'Wt Lfeft-d* (1. 20 g ) ©B**^ (12ml) *5 £ v> 
^/W^Tfr^K (5.0ml) ©S^t^y^P^HW^ 
(2.7ml) HRflflKH- (L25g) <Di? ******* 

(6.5ml) 0«CT?*TU "I 0 < CT2»MWJJH*Lfc. S 

Jfc»£*fcfc**c*>tf\ I^^WiWtfc, ttta»Srta»*4fc*ctfft^ 
15 U &7k^i^*^?^S£$^> MU TIB*W4«^i-5ftai©» 
»ffe£-* d.57 g ) &#fc 0 #bftfcfc^f^««£fcfc<*©Rftlc 

TLC : Rf 0.60(^=3ff-^ : B^^5vV=2 : 1). 

20 SIMi (1) 2^MLi (4) 

ll*«3TiBftUfcft^Oftfcl)telllt«3 (1) ~H»fl8 (4) V 
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liii (i) 

2- (5- (2- (2- -S-t^lVOr^V—JV 
^b*is) -3, 4-^tKnt7^1/y-l-^f/l') T±h 



5 




TLC : Rf 0.58(^=^-9-^ : g^H^/I^ : 1) ; 

NMR(CDC1 3 ) : 6 9.63(t, J=1.5Hz, 1H), 7.86(d, J=8. 1Hz, 2H), 7.24(d, 
J=8.1Hz, 2H), 7.12(dd, J=7.8, 7. 8Hz, 1H), 6.83(d, J=7. 8Hz, 1H), 6.73(d, 
10 J=7.8Hz, 1H), 6.02(t, J=4. 5Hz, 1H), 4.25(t, J=6. 6Hz, 2H), 3.43(m, 2H), 
2.98(t, J=6.6Hz, 2H), 2.78(t, J=8. 4Hz, 2H), 2.38(s, 3H), 2.36(s, 3H), 
2.31(m, 2H) 0 

mm&iU (2) 

15 2- (5- (2- ( 2 — f y 7"n f/W 5 - ^ f ;^^ty- /W- 4—^/1") 
^b^-» -3, 4-i?tKat7^l^y-l-'f;i') TtbT^ftK 




20 TLC : Rf 0. 62(^1^ : SSfc=^=l : D ; 

NMR(CDC1 3 ) : 5 9.64(t, J=2.4Hz, 1H), 7.12(dd, J=7.8, 7.8Hz, 1H), 
6.81(d, J=7.8Hz, 1H), 6.73(d, J=7. 8Hz, 1H), 6.03(dd, J=4. 5, 4 5Hz, 1H), 
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4. 18 (t, J=6.6Hz, 2H), 3. 48-3. 40 (m, 2H), 2. 99 (sept., J=6.9Hz, 1H), 2.89(t, 
J=6.6Hz, 2H), 2.77(t, J=8. 1Hz, 2H), 2. 36-2. 16 (m, 2H), 2.25(s, 3H), 1.31(d, 
J=6.9Hz, 6H) 0 

5 mmM4 (3) 

2- (5- (2- (2- (4-^^t°^7> ? ^-l-^^) -B-tf'A' 

^h^vO -3, 4-^tFnt7^Uy-l-^ 




10 

TLC : Rf 0. 25 (p« * / —/V- : WSt^f-^=\ : 5) ; 

NMR(CDC1 3 ) : 5 9.64(t, J=2.4Hz, 1H), 7. 12 (dd, J=8. 1, 8.1Hz, 1H), 
6.82(d, J=8. 1Hz, 1H), 6.73(d, J=8. 1Hz, 1H), 6.03(brt, 1H), 4.22(t, 
J=6.9Hz, 2H), 3. 46-3. 37 (m, 6H), 2.96(t, J=6.9Hz, 2H), 2.78(dd, J=8.4, 
15 8.4Hz, 2H), 2.5l(m, 4H), 2.34(s, 3H), 2.26(s, 3H), 2. 34-2. 23 (m, 2H) 0 

•mfoMA (4) 

2- (5- (2- (2- (fc'^U PV-l-y <A>) -5-^W7^ 
-A-^;V) -3, 4-i?kKDt7^vy-l-^/V) T•fe:^ 

20 r;i^t K 
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TLC : Rf 0.57(^17-:/ : SSft*^«2 : 1) ; 

NMR(CDC1 3 ) : 8 9.64(t, J=2.7Hz, 1H), 7.12(dd, J=8. 1, 8.1Hz, 1H), 
6.82(d, J=8.1Hz, 1H), 6.72(d, J=8. 1Hz, 1H), 6.02(dd, J=4.5, 4.5Hz, 1H), 
4.22(t, J=6.9Hz, 2H), 3.44(m, 2H), 3.36(m, 4H), 2.96(t, J=6.9Hz, 2H), 
5 2.78(dd, J=8.1, 8.1Hz, 2H), 2. 36-2. 26 (m, 2H), 2.25(s, 3H), 1.72-1. 54 (m, 
6H) 0 

mm 2 s 

2- (4-^X2^^y/Uy^=^M -4- (2- ((5- (2, 2-v^h 
10 Stf/s&M -7, 8-i?kKBW^-l-^) tti/) *?yuO 



1 5 Hffiffl 4 T^it Lfcfb^fc©^* / —A' (7. 8m 1 ) p~h ■ 

tK» ooomg) ^jp^-s sotrcaBWmtttUt. 

20 15:1-9:1) *C»«U TlB0W**fc#*-*SWfc£» (1.04g) & 



TLC : Rf 0. 38 (^^f-^ : @|^^/V=5 : 1) ; 

NMR(CDC1 3 ) : 8 7. 94-7. 84 (m, 2H), 7. 30-7. 22 (m, 2H), 7. 12 (dd, J=7. 8, 
7.8Hz, 1H), 6.93(d, J=7. 8Hz, 1H), 6.79(d, J=7. 8Hz, 1H), 5.97(t, J=4.5Hz, 
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1H), 4.64(m, 1H), 4.25(t, J=6. 6Hz, 2H), 3. 74-3. 58 (m, 2H), 3. 52-3. 38 (m, 
2H), 2.98(t, J=6.6Hz, 2H), 2. 80-2. 64 (m, 4H), 2.53(m, 1H), 2.35(s, 3H), 
2. 26-2. 14 (m, 2H), 1.96-1. 70 (m, 5H), 1.52-1. 20 (m, 5H), 1.16(t, J=6.9Hz, 
6H) 0 

2 9 

3- (5- (2- (2— (4— is? u^*ri//uy zc^/U) 
y-y~-/u-4-JM 3, 4-i?tKPt7^Vy-l-^/V) 

-2-cc zi/<y~ MJ/v 




#%M2 8X°Umistcfc&ya (l.OOg) ^ifrfb^W:/ (9.5ml) Mcfc 
Wfc MM V As (0. 76m 1 ) *5 J; tfH:7 r,M£:® 

15 (o.Hmi) srip^ ^.iat* i.5 &m%LWLtc 0 fcfom&®*#t$mfc%i- 
hyz&fcmmtehv, mm^^vmmLtc. mftm%mv0mfrx*m& 

u^Y^vy^i- (^fy:^txf/l/=10 : l->7 : 1) T?*HftU 
Tm®&U*^%®M<oMmik&m (8 3 7 mg) &#;fc 0 #b*bfcfc 
20 ^ t ft < &©£JS^/BV^Co 

TLC : Rf 0.27(^1^ : f&t&'f'f^S : 1) ; 

NMR(CDC1 3 ) : 5 7. 94-7. 84 (m, 2H), 7. 32-7. 22 (m, 2H), 7. 14 (dd, J=8.4, 
8.4Hz, 1H), 6. 88-6. 76 (m, 2H), 6.09(t, J=4.5Hz, 1H), 4.32-4. 18 (m, 3H), 
3.80(m, 1H), 3.48(m, 1H), 3. 10-2. 44 (m, 7H), 2.36(s, 3H), 2. 32-2. 10 (m, 
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2H), 1.96-1. 70 (m, 5H), 1.52-1. 14 (m, 8H) D 

mmm5 

2 h^v-- 3 - (5- (2- (2- ^ i/jvy J- - 
5 5-p«f-/V^-^ N /-/V-4— -3, 4-S?fc Y*1r7# 



2 9 X*$mVfZit&y!}<D^f> / ' — A' (11ml) 5 NTK^fb 

10 ^ b y ^ AtK^ (3. 8m 1 ) 9 0 < CTM^ji#Lfc e ^*T^ 

15 Ti5trtM£^i-3«l^b^ ( 6 7 6 m g ) 

TLC : Rf 0. 42 n n Tfc/Vi* : ^ # y —;V=8 : 1) ; 

NMR(CDC1 3 ) : 6 7. 94-7. 84 (m, 2H), 7. 32-7. 22 (m, 2H), 7.13(dd, J=7.8, 
7.8Hz, 1H), 6.96(d, J=7. 8Hz, 1H), 6.80(d, J=7.8Hz, 1H), 5.98(t, J=4.5Hz, 
1H), 4.24(t, J=6.6Hz, 2H), 4.04(dd, J=8. 7, 4.2Hz, 1H), 3.54(m, 1H), 
20 3. 43 (m, 1H) , 3. 06 (m, 1H) , 2. 99 (t, J=6. 6Hz, 2H) , 2. 90-2. 44 (m, 4H) , 2. 35 (s, 
3H), 2. 26-2. 12 (m, 2H), 1. 96-1. 68 (m, 5H), 1.52-1. 16 (m, 5H), 1. 12 (t, 
J=6.9Hz, 3H) 0 

mmme> m ~«M6 (4) 





O^CH 3 
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mnM4x*mmLtcfc&v>)(Dttib*)KmMm4 en ~4 (4) vumv 

5 SMLg (i) 

2-oi (5- (2- (2- -5-^^- 

^^f-y-/V-4-^/V-) xb^V) -3, 4-i?kKnt7^vy-l 



TLC : Rf 0.42(^nnaM'.k : ^^7-/^=10 : 1) ; 

NMR(CDC1 3 ) : 5 7.86(d, J=8. 1Hz, 2H), 7.23(d, J=8. 1Hz, 2H), 7. 14(dd, 
J=7.8, 7.8Hz, 1H), 6.96(d, J=7. 8Hz, 1H), 6.82(d, J=7.8Hz, 1H), 5.98(t, 
15 J=4.5Hz, 1H), 4.26 & 4. 25 (each t, J=6.6Hz, total 2H), 4.04(dd, J=9.0, 
3.9Hz, 1H), 3.49(m,2H), 3.08(m, 1H), 2.99(t, J=6. 6Hz, 2H), 2. 86 & 
2. 81 (each t, J=6.6Hz, total 1H), 2. 72-2. 52 (m, 2H), 2.38(s, 3H), 2.36(s, 
3H), 2.21(m, 2H), 1.12(t, J=6. 9Hz, 3H) 0 

20 mSme (2) 

2-;nJ^v-3- (5- (2- (2— {y^X2\f^-5-^f/^^y 
~si,-4-s(;]s) ^h^y) -3, 4-^tKnWl^y-l-^/V) ~7 



H 3 C^W N X^ 0 1 
W O^CH 3 k 




cr^cH 3 



10 
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<rxH 3 



• 1/2 Ca' 



,2+ 



TLC : Rf 0.42(^0 0*;^ : t#J—A'=8: 1) ; 

NMR(DllS0-d 6 ) : 5 7.07(dd, J=7.8, 7. 8Hz, 1H), 6.98(d, J=7.8Hz, 1H), 
5 6.8l(d, J=7.8Hz, 1H), 5.85(dd, J=4. 2, 4.2Hz, 1H), 4.09(t, J=6.3Hz, 2H), 
3. 74-3. 46 (m, 2H), 3. 13 (m, 1H), 3. 02-2. 56 (m, 5H), 2. 54-2. 30 (m, 2H), 
2.18(s, 3H), 2. 16-1. 94 (m, 2H), 1.20(d, J=6.6Hz, 6H), 0.92(t, J=6.9Hz, 
3H) 0 

10 $mM6 (3) 

3 - (5- (2- (2- (4-^f^7^y-l-^f^) 
- 5 — ^J^f-T 9—)V- 4 — f/t') -3, 4— 5?fc Fuj-yfr 



TLC : Rf 0. 35(^ dp*M : ^^/—^=5 : 1) ; 

NMR(CDC1 3 +CD 3 0D) : 5 7. 11 (dd, J=8. 1, 8.1Hz, 1H), 6.99(d, J=8. 1Hz, 1H), 
6.77(d, J=8.1Hz, 1H), 5.98(dd, J=4.2, 4.2Hz, 1H), 4.22(m, 2H), 3.98(dd, 
20 J=9. 0, 4. 5Hz, 1H) , 3. 66-3. 46 (m, 5H) , 3. 44-3. 32 (m, 1H) , 3. 02-2. 45 (m, 10H) , 
2.52(s, 3H), 2.27(s, 3H), 2. 22-2. 10 (m, 2H), 1.10(t, J=6.9Hz, 3H) 0 



15 
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(4) 

2_rch=Sri/-3- (5- (2- (2- (tf-<U W- 1 -4 *0 -5-* 
5 L /^T N /-/V-4-^/V) ^h^rf) -3, 
5 -4*0 ^n/-?^ 



TLC : Rf 0. 45 n n jfc/VA : ^ ^ / — *=10 : 1) ; 
10 NMR(CDC1 3 ) : 5 7. 12 (dd, J=8. 1, 8.1Hz, 1H), 6.94(d, J=8. 1Hz, 1H), 
6.79(d, J=8.1Hz, 1H), 5.98(dd, J=4. 5, 4. 5Hz, 1H), 4.20(ro, 2H), 4.03(dd, 
J=9.0, 3.9Hz, 1H), 3.55(m, 1H), 3.41(m, 1H), 3.37(m, 4H), 3. 06 (in, 1H), 
2.97(t, J=6.9Hz, 2H), 2.82(ddd, J=15.9, 7.5, 7. 5Hz, 1H), 2. 74-2. 51 (m, 
2H), 2.24(s, 3H), 2. 25-2. 14 (m, 2H), 1.72-1. 55 (m, 6H), 1.12(t, J=6.9Hz, 



mmm7 

3- (5- (2- (2- (4-^f/V7i=/V) -5-*f- 
20 -4*) K 




15 3H) 0 
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3- (5- (2- (2- 

/V _ 4 _^ /V ,) ^^v) 3, 4-^tKnt7^W-l-^) -2- 
^ b ^^r/u fP/Kl46mg; 4 -C»3g 

5 0Kl2ttttt4 (1) •e*36UfcflS^4lifcfflV^ ##«2 8->#%0i2 9fc 
R«|©J|#JC#UTietU/t:) <D*?S-A' (4ml) *3 it^T 1 h 7 1 Kn 
77> (4ml) ©a^«S«lC5N*IMb^by (0.66ml) & 

;v=5 0 : l-»3 0 : 1) -e*&mLfc 0 nhfrltmfc&Wm^'V&ZXfi^ 

^^(Dm^mmxm^u rmmtm^-t^mmit-km (7 5m g ) 

15 TLC : Rf 0.63(^on^/VA : /^=10 : 1) ; 

NMR(CDC1 3 ) : 5 7.86(d, J=8.4Hz, 2H), 7.23(d, J=8.4Hz, 2H), 7.14(dd, 
J=7.8, 7.8Hz, 1H), 7.04(d, J=7. 8Hz, 1H), 6.81(d, J=7. 8Hz, 1H), 6.55(br 
s, 1H) , 5. 97 (t, J=4. 5Hz, 1H) , 5. 37 (br s, 1H) , 4. 26 & 4. 25 (each t, J=6. 6Hz, 
total 2H), 3.88 (dd, J=9. 6, 3.0Hz, 1H), 3.41(m, 2H), 2.98(t, J=6.6Hz, 2H), 

20 2.89 & 2. 84 (each t, J=6.6Hz, tatal 1H), 2. 62-2. 48 (m, 2H), 2.38(s, 3H), 
2.36(s, 3H), 2.22(m, 2H),1.07(t, J=6.9Hz, 3H) B 

3 0 

N- (1-^^/V-l-^ h^r^h^) -3- (5- (2- (2- (4 
25 -^f;i/7s=/W) -5-^^A**1h5/— f/>) ^b^V) -3, 
4 _5?t}?at7^Vy-l-^) 7c^y75 K 
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3Jafc«2-CMUfcfls£4& (2 0 8mg) $5 XXfi2 -7 5 2 - 

5 ^ h^^n/N 0 ^ (57.7mg) Oi?^f/^M7? K (5ml) SBRfc: 1 
3 - ( 3 f)V7 %J~fxi tf/k) UAs&*M 5 K • jftSfeifiL ( 1 
1 5mgh 1-t Kp*V<:o'MJ:r>A-A' (8 lmg) *5iVMJxf 

;i/r^;y(8 3Mi) fcfli*., Lfc. Kj5$ft£W&*ni/fc„ 

y^=50 : 1) -CflfflU Tffi*tt«[S:^rt-5SS^-a* (2 3 9mg) 

TLC : Rf 0. 44(^ n n tfc/VA : ^ ^ / —/l^=10 : 1) ; 
15 NMR(CDC1 3 ) : 8 7.86(d, J=7. 8Hz, 2H), 7.55(s, 1H), 7.23(d, J=7. 8Hz, 2H), 
7.13(dd, J=8.4, 8.4Hz, 1H), 6.88(m, 2H), 6.81(d, J=8. 4Hz, 1H), 5.92(m, 
1H), 4.24(t, J=6.6Hz, 2H), 3.24(s, 3H), 2.98(t, J=6. 6Hz, 2H), 2.95(s, 
3H), 2.88(s, 3H), 2.80(m, 2H), 2.70(t, J=8. 1Hz, 2H), 2.38(s, 3H), 2.36(s, 
3H), 2.17(m, 2H) 0 

20 

1118 

N-fc KP^V- 3- (5- (2- (2- U-tf-^y^-M -5-* 
f-jVtt^/sV-A-jjV) ^Y**/) -3, 4-PK\?*1-7?Ul'- 
1-4 M -7us<^7^ K 
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##0!I3 OT^jtLfcfb^ (2 3 9mg) <D**/—A' (2ml) 

5 fu Ntt-fb**— s^^^^lS* (i. im i ) fcflnx^ £fi*0 1 «jf#Lfc D 

m&m&Qo&fem u ^^/^^^mit ufc D ^ * / -at? 

INMbU TTEWMfc^SfcBWfc** (4 0mg) £#fc 0 
TLC : Rf 0.48(^ppjM'A : A/^IO: 1) ; 

NMR(DMS0-d 6 ) : 5 10.35(s, 1H), 7.79(d, J=8.4Hz, 2H), 7.29(d, J=8.4Hz, 
10 2H), 7. 13 (dd, J=8. 1, 8.1Hz, 1H), 6.88(m, 2H), 5.82(m, 1H), 4.19(t, 

J=6.3Hz, 2H), 2.91(t, J=6. 3Hz, 2H), 2. 67-2. 53 (m, 4H), 2.34(s, 3H), 2.33(s, 
3H), 2. 15-2. 03 (m, 4H) 0 



15 N-tKP^-2- (5- (2- (2- (4-*?-;vy^~;V) -5-^ 
1 A) Tir* 5 K 



mm 2 "CRaft Lfcfc£fc©ft*> 19 2(26) -?«3ft Ltdk&%) 



mmm9 
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TLC : Rf 0.36(^nn/fr/l/Jx : /l^=10 : 1) ; 

NMR(DMS0-d 6 ) : 6 10.47(s, 1H), 8.73(s, 1H), 7.79(d, J=8. 1Hz, 2H), 
7.29(d, J=8.1Hz, 2H), 7.09(dd, J=7. 8, 7.8Hz, 1H), 6.89(d, J=7. 8Hz, 1H), 
5 6. 88 (d, J=7. 8Hz, 1H) , 5. 91 (t, J=4. 5Hz, 1H) , 4. 18 (t, J=6. 3Hz, 2H) , 3. 07 (s, 
2H), 2.91(t, J=6.3Hz, 2H), 2.59(t, J=8. 4Hz, 2H), 2.34(s, 3H), 2.33(s, 
3H), 2.13(m, 2H) G 

mmmi o 

10 3- (5- (2- (2- (4-^f^7x=;l/) - 5 f-jV^f-y— )V 
15 

*#rr> mmm2xmm^t.^m (6 2 5m g ) (om^c^^ (15 
m 1 ) mmm^m^^v (1. 31m 1 ) *5<tuw f/^^^r * k ( 1 

^•r^LfCo nbftt£*J;l'&Th7K Ko77y (1 5ml) |CflW)fU 

#j (4 0 8m g ) §r#fc 0 nbfrMk&mmMtz>zkft<ik<Dfcf&\zm 

TLC : Rf 0.38(^no*^-^ : tfJ^-fls^lQ : 1) ; 
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NMR(DMS0-d 6 ) : 8 7.78(d, J=8.4Hz, 2H), 7.29(d, J=8.4Hz, 2H), 7.13(dd, 
J=8.7, 8.7Hz, 1H), 6. 92-6. 85 (m, 2H), 6.73(br, 1H), 5.82(t, J=4.5Hz, 1H), 
4.18(t, J=6.3Hz, 2H),2.9l(t, J=6. 3Hz, 2H), 2. 62-2. 52 (m, 4H), 2.19(m, 2H), 
2.07(m, 2H) 0 

5 

&%m3 1 

3- (5- (2- (2- U-^/K^^/V) -S-t'f'/VJr^V-jV 
-4— <f/V) ^h*is) -3, 4-i?fc Ka-^^^l^V-l— T/^) 
^ MJ )V 

10 




hjsm i o x*mm ^tcfc&WKDittti-y (i5mi) mm\^ f v p> 

(36 3/il) &£.X$h})7fr**mm (4 2 3/i 1) £}Jt!?U ^irt*10# 

gfcx?Vl/= 4 : 1) TitlSlU T&yo&mZtii-ZMmit&M (5 3 3m g) 

20 TLC : Rf O.&i^^y : f^^f7V=2 : 1) ; 

NMR(CDC1 3 ) : 5 7.86(d, J=8.4Hz, 2H), 7.26(d, J=8.4Hz, 2H), 7. 14 (dd, 
J=7.8, 7.5Hz, 1H), 6.83(d, J=7. 5Hz, 1H), 6.77(d, J=7. 5Hz, 1H), 5.98(t, 
J=4.5Hz, 1H), 4.25(t, J=6.6Hz, 2H), 2,98(t, J=6.6Hz, 2H), 2. 82-2. 68 (m, 
4H), 2.53(t, J=7.8Hz, 2H), 2.38(s, 3H), 2.36(s, 3H), 2.24(m, 2H) 0 
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mmmi 1 

5- (2- (5- (2- (5-^^-2- U-t^/^^-M ^-drf- 
>r— ^-4->f AO ^hdrV) -3, 4-v>t: KnWvy-l-> fA) 
5 jc^aO - 1 H-fh7/^ 



##08 3 1 -C«3S Vtcit&yo (212mg) Oh/Vxy (5ml) 1**^ 
K I» 9 f-fls^S (16 3mg) fcfln&s 7A=*V#*^ifn\ 

nnTjs/UA : **/-A=5 0 : 1) T-^U TlB^44#:£;f -f-5*3&03 
fl^Mfe (8 3mg) §r#fc 0 

TLC : Rf 0.43(^nn7jvVA : *9 ;V=10 : 1) ; 
NMR(DMS0-d 6 ) : 8 7.79(d, J=8.1Hz, 2H), 7.29(d, J=8. 1Hz, 2H), 7.15(dd, 
15 J=7.8, 7.8Hz, 1H), 6.94(d, J=7.8Hz, 1H), 6.92(d, J=7.8Hz, 1H), 5.8l(d, 
J=4.5Hz, 1H), 4. 19 (t, J=6.6Hz, 2H), 3.02(m, 2H), 2.91(t, J=6.6Hz, 2H), 
2.8l(t, J=7.5Hz, 2H), 2.54(t, J=8.4Hz, 2H), 2.33(s, 6H), 2.04(m, 2H)„ 

##M3 2 

20 ((5-7< b*ls* h*^-3, fAO^A) 
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4-CS8tLfcft;£'fl& (4 0 0mg) <D=.fi/-A' (1.5ml) 
m 1 > 2.6M in EtOH) *rlD^ 8 0«CT*3 0#flBJ*#Lfc„ T^^U 

TLC : Rf 0.64(^ d rf"^ : g^*^=2 : Do 



f§£#M 3 3 

((5fc Kn^-S, 4-^tKnt7^vy-l-^) 



tK^T> 3 2 TfMftLfcfc^W©^* / (5ml) 4 N 

*-fbic*-»ift*^A4S» (o.7mi) &mx—®ffiftLit 0 msfe 

20 ||if/>=10 : l->5 : 1) T?»«U TWIMSitfc^a«Wfe** 
(4 2 8mg) £#fc 0 
TLC : Rf 0.43(^^f-^ : @^^^/V=2 : 1) ; 

NMR(CDC1 3 ) : 6 7.06(d, J=7.8Hz, 1H), 6.86(d, J=7.8Hz, 1H), 6.70(dd, 
J=7.8, 0.8Hz, 1H), 5.93(brt, J=4.6Hz, 1H), 5.27(brs, 1H), 4. 19 (q, J=7.2Hz, 



10 



15 
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4H), 3.63(t, J=7.8Hz, 1H), 3.06(dd, J=7. 8, 1.0Hz, 2H), 2.67(t, J=7.8Hz, 
2H), 2. 28-2. 15 (m, 2H), 1.25(t, J=7.2Hz, 6H)„ 

##0113 4 

5 ((5- (2- {5 2- (4-^f-/uy=c^/U) 



##M3 3^J43iLfcflS^» (4 5 6mg) *5<fctf###I2 7T^Lfe 
<fb£$J (3 7 3mg) tf^b^t^ (10ml) SSSftHl. M)7x=;V* 
(5 6 1mg) *5«fctn, 1' - (7/^*/^^) ^tf^ys? 
y (5 3 9mg) LfCo S^^^r^t, 

JJ*W7A^nvh^77>f- (^^^:^^/^=6 : 1) "CIS 

TfE^MMfc^i-^Mte^ (422mg) £#fc 0 
TLC : Rf 0. 54 (^f-^ : g^^^=2 : 1) ; 
20 NMR(CDC1 3 ) : 6 7.86(d, J=8. 1Hz, 2H), 7.23(d, J=8. 1Hz, 2H), 7.13(dd, 
J=7.5, 7.5Hz, 1H), 6.88(d, J=7. 5Hz, 1H), 6.81(d, J=7.5Hz, 1H), 5.91(t, 
J=4.5Hz, 1H), 4.29(t, J=6.6Hz, 2H), 4.17(q, J=7. 2Hz, 2H), 4.16(q, 
J=7.2Hz, 2H), 3.59(t, J=7. 5Hz, 1H), 3.05(t, J=7. 8Hz, 2H), 2.98(t, J=6.6Hz, 
2H), 2.38(s, 3H), 2.35(s, 3H), 2. 16 (m, 2H), 1.23(t, J=7. 2Hz, 6H) B 
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mmm 1 2 

4- ((5- (2- (5-^^-2- 

^h^iy) -3, 4-^tKPt7^l/y-l-^/V) 

5 >f ya-^f-^ys^-s, 5-^^ 



tKn^T^-Sil (87.5mg) <Dmfo*?/—A' (10ml) ^ 

10 t/^^xxsmt* -rvv ^f7-h^^/^ft (54 
2 it k 25wt%) &jh£ % gm."?5£mmft^fto ^m^6m\^fc 0 

TA'^XXOMT. Zmz&%WB4"ZW&l'1ttt&to (4 34mg) (D 
Mfcr f7tKa77^ (5ml) aSRSriW^.^ 6 0TVT?6l5lfflJj£#Lfc. 

*^rf«*38WflS^* (12 3mg) £#fc 0 
TLC : Rf 0. 36(^ O n tM/Jn : 7 £V —/V : SHfe=20 : 2 : 1) ; 
NMR(DMS0-d 6 ) : 5 7.79(d, J=8.4Hz, 2H), 7.29(d, J=8. 4Hz, 2H), 7. 12 (dd, 
20 J=7.8, 7.8Hz, 1H), 6.98(d, J=7.8Hz, 1H), 6.89(d, J=7. 8Hz, 1H), 5.66(t, 
J=4.5Hz, 1H), 4.18(t, J=6.3Hz, 2H), 3.08(brs, 2H), 2.91(t, J=6. 3Hz, 2H), 
2.56(t, J=8.1Hz, 2H), 2.33(s, 3H), 2.32(s, 3H), 2.09(m, 2H)„ 




H 
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9mm i 

5 • 3- (5- (2- (2- (4-^^7^=/V) - 5 ffr**^-/— 
/l— 4 — <M -3, 4-^tKat7^l/y-l->f/W) 7"n 



>/|| •••••5. Og 

• %;Vi$**st^jV±;vu~-*j];VisVl* U&Wffl) 0.2g 

10 'fflk&'tA'V-X 4.7g 



»]ff]2 

KT©#^sr^jrac*c J: o a* t tcu, <k u mf u 5 m 1 

fory//HC^U^ 1K6fcJ:0?im(a*U 17'^ , f ] 20mg^ 
1 5 tt^*^*i-« T ^TVv 10 0 *Sr#fc 0 

• 3- (5- (2- (2- (4-^^7W7*-/V) - 5 -^AC^f-jA- 

-3, 4-i?tKot7^^-l->f/l') 

2.0g 

. -r^^h— /V 20 g 

20 -^W* ••••1000ml 
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5 




10 Zt±C l~4TA"^v^SSr*feU 

Att(D-o-S, *fcf±(2)-S-»*i?U 

R^WCOOR 6 !, (2)CONH 2 E (3)CONHOHi, (4)CH 2 OH 
(5)CHOS, (6)lH-ff7/^-5-^f;H, *fcf±(7)3, 5- 

15 R 5 fi(l)7K^M^ *fctt(2)Cl~8T^A«Sr**?U 

R^iWtt-ta^PHaScbT^ (i)7kmM^> (2)ci~8 7/^;H> 

(3) C 1 ~ 8 T/V= * fctt (4) 7 a ^S-Cttlft $ ttfc C1-87/V 

R 4 ft (1) fcmm^s £ fcte (2) C 1 ~ 8 T;v*;v&%mt> U 
20 DliD\ D\ *fcttD 8 4r*frU 




161 



WO 02/051820 



PCT/JPOl/11255 



ring lfi-^fU*f^:^i^»tafp$^^TV^•C^>j;V^C3~l OdWISfc 
5 D 2 fi 




ring 2«^«M-?> &mm*-£tc\*mnm*frbmi£fi% i~4*g<a 

D 3 fiC 1 ~ 8 T/v^SSr^t? U 

R 6 «(l)7KmM^ (2)Cl~8m/H, (3)=hnl, (4)NR 7 R 8 S, 
(5) /Nn^ygf, (6) C 1 ~ 8 T (7) C 1 ~ 8 T^*/^*^ 
15 (8)CF 3 S, (9)CF 3 OS, (10)-^fc^W^$^TV^Tt>=fcV^C 

3-10 ©^*yt«-s^^T y -/K *fc«: (11) »»or?\ MJS( 

^fcft^^^fe^^^S l~4j@^7 v nJ!g^^tf> fete 

£Wt&fq$*vtv^t> <tv^ 3 ~ i oMo^^fcte-^^x n^r y - 

U 

m«l~3^^i- 0 ) 
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2. D#D l 4r**>U fl»oR 1 #C00R B g&&*>il&#©ttHiffi*S©— 
5 3. D#D 1 t**>U ^OR^SCONH^ CONHOHi, CH 2 OH 

yrf-^u-y* v v- 4 ->f j3-M»*©ttia i ass©— ( i ) t? 

10 4. D^D 2 tr*fc>U ^oR^SCOOR^^^i-fS^^fflllB^- 

^ (i) -e^^s^t Yn-ry^wmmmt^-m, t-tc&%tit><D# 

5. D^D 2 SrS^U ^R^CONHjS, CONHOHg, CH 2 OH 
15 m. CHOS, lH-ff7^-5-^i, £fci±3, 

-r y**i-y yy-4 -^/vm^mt>i-m^<ofm i b^©-^ ( i ) t? 

6. D#D 3 &&frU ^oR^SCOOR'S^feiil^ttBBllBtt©- 

7. D#D 8 4r*fcU ^oR 1 ^CONH 2 g, CONHOHS N CH 2 OH 
CHOI, lH-rb7^-5-^/Hs *fcW:3, 5-^^y 

25 4 y*3rf-y* U ^- 4 — f ^£&&;b*t1tJfc«>f£ffl 1 f28©-85£ (I) "T? 
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1) 3- (5- (2- (2- (4-^^7^=71^) 
;i ,- A -4;v) x-h*^) -3, 4-^tKnt7^l'y-l-^/V) 

2) 3- (5- (2- (2-7*^-5 -tf-A'tt-V-^—A'- 4 ->f 
jibdrv-) -3, 4-v^t Ko yflsy-l -4A) 7u/<>Wt'* 

3) 3- (5- (2- (2- (4-t-/Wx=;l/) -5-^^/^ 
10 4— f/U) -3, 4-^tKnt7^l/y-l-'f 

:/a • } ^vIo^tvI^ 

4) 3- (5- (2- (2- (4-^^7U7x^) -5-;*^ 
/VtWw>-4-'f;l') ^h^rV) -3, 4-^tKot7^l/y-l 

15 5) 3- (5- (2- (2- (4- MJ -5- 
^^^f-y-^-4— <M ^h*i/) -3, A-vtYvi-ytvy 
-1—4 As) T'P^ft'^f^^^ 

6) 3- (5- (2- (2- (4- by^/^n^^V^^^^/V) 

/^~4~>f/V) ^h^V) -3, 4-i?fcKot7 
20 ^ 1 —4 A) 7n^>i • jl^/u^^x/K 

7) 3- (5- (2- (2- {A-t^^y^-A) -5-*?';l'±*i- 

4 -JM ^h*is) -3, 4-^tKnt7^vv-i-^;v) 
7o^yi • ;n^vvcc;*7vK 

8) 3- (5- (2- (2- (4-^oo7x=^) - 5 - ^ ^vVo^iJ- 
25 i/-/W-4-> f/V) ^h^) -3, 4-i?k Knt7?vy-1-^) 
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9) 3- (5- (2- (2- {4-*7-A*f'Hr7su~J»<) -5-^Atf- 
dMf->A-A-4-^A) -3, 4-i?kKPt7^I/y-l--< 

10) 3- (5- (2- (2- (4-^y^C2 t°/l^7o:^/V) -5-^ 
5 A^f-y-A-- 4 — fA) ^h*ris) -3, 4-i?tKPt7^l/y-l 

-^A) /n^Vt • ;i/x^f /K 

11) 3- (5- (2- (2- (4-^^71-/1/) -5-^A;*- 
^U-y— A-4 — fA) ^h^vO -3, 4-i?tFnt7^^-l-^ 
/lO 7"n/-?^ • jx^vi^^tvk 

10 12) 2- (5- (2- (2-7^=^-5-^^^f-y— ^-4- 
✓fAO ^hdf^) -3, 4-i?tKPt7^Wy-l-^) SHi"*^ 
o^xA, 

13) 2- (5- (2- (2- (4-;*^A:7 3i~/V) -5-^^^ 
f-yw_ 7l ,_4_. acfsfrS/) -3, 4— 5?t Kn 1~7 f/U) 

1 5 gftH • ^ ^A:= t/K 

14) 2- (5- (2- (2- (4-V^n^VA:7;c:=A) -5-^ 
^Vt^dMf-y— A-4-^A) ^h^) -3, 4-v?tKat7!?^- 

1 — "fAO Ifc^ * 

15) 5- (5- (2- (2-7^~/l— 5-^ ^A^f-y*— A- 4- 
20 ^A) ^h^i/) -3, 4-^tKat7^Vy-l — fA) 

16) 5- (5- (2- (2- (4-^^VK7d^A) -5-^A;*-^ 
t/-;W-4-^/>) ^h^vO -3, 4-i?tKot7^vy-l-^) 

^y^y^ • ^f/n^f/K 

25 17) 5- (5- (2- (2- (4-^ W5/7xX/l/) -5-^ 
^vW-drf-y-A- 4 — f A) ^h^V) -3, 4-i?t KnWV'y- 
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18) 2, 2-*J*f-;V-Z- (5- (2- (2-7x^-5-^^ 
^i^-y-/W-4— ^h^» -3, 4— ^fc Fvj-7?lsy-l- 

5 19) 2, 2-^f;l/-5- (5- (2- (2-7x-;l/-5-^f;l' 
Hr*^S-fV-±-4)V) znV^y) -3, 4-S?fc Kn^y^lx>--i- 

2 0) 2 <^v ? /^df 3 - (5- (2- (2- (4-^9^:7^ 
)V) -5-^^/V^f-y-/^-4— f/W) ^h^V) -3, 4-v^tKo 

10 l-y# wy- 1 — YaO zfv/<ym. • ^f^x^7/K 

2 1) 3- (5- (2- (2- (4->^7i^V) -5-^/1^^ 
•^y-/l^-4— T/1-) ^h^rvO -3, 4-^^^^^-! — (M 

2 2) 3- (5- (2- ( 2-7^^/1^-5 -^^jVHr^^/^tV- 4- 
15 ^w) ^b^v/) -3, 4-^tKDt7^^y-l-^/l') 7n/N°V^ 
2 3) 3- (5- (2- (2- (4 - t -zf^/Uy ^=.;V) -5-^^ 

^f-^-^-4-^/v) ^h^rv-) -3, t-VtYvrypvy-i- 

y°u/<y^ 

2 4) 3- (5- (2- (2- (4-^W^7^/l/) -5-* 
20 ^/V^f-^/V- 4-^/1^) ^h^rv/) -3, 4-^tFnt7^vy- 
1-^/V) XP^V^ 

2 5) 3- (5- (2- (2- (4- MJ y ^=f-;vy -5 
-^/l^dri^A- /l"-4-> f/V) ^h^y) -3, 4-^tKnt7^l^ 

25 2 6) 3- (5- (2- (2- (4- MJ 7/^n^^7^df^a:=/V) 
-5-^^^f-y-7l^-4-^/l-) ^h^V) -3, 4-^tKP^ 
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2 7) 3- (5- (2- (2- (4-^nn7x=;V) 

-f-/—/^- i-jiv) -3, 4-v ? fc Kc i-yfuy- 1 — f/u) 

5 2 8) 3- (5- (2- (2- (4 Wt7i=/V) 

^f-j/w- /l/ _4_^ / v) acf^) -3, 4-^fcKnt7^W-l- 

2 9) 3- (5- (2- (2- (4-^y/o^7x=;V) -5-^^ 
/V^-^y— 7V-4—f^) ^h^) -3, 4-v ? tFct7^Vy-l 

10 — 1W-) /D/^^ 

3 0) 3- (5- (2- (2- {A--fu\^;Vy^;V) -5-^^/^ 
^rf-)/— /U--4— <A0 ^h^ri') -3, Kat7^1/y-l-{ 

3 1) 2- (5- (2- ( 2 - y^~)V- 5 - ^ fvi'^f-y—n'- 4 - 
15 -3, 4-S>fc Kn^^vy-l—iVv) SEBt 

3 2) 2- (5- (2- (2- (4-^^731^/^) -5-*7'A'tt 
t/-;v-4-^)if^v/) -3, 4-^t Knf7^vy-l-^;i/) 

3 3) 5- (5- (2- (2-7x^-5-^f/VW/^-4- 
20 W^) ^h^) -3, 4-v^fc 9W-\-s( )V) ^<y?^m, 

3 4) 5- (5- (2- (2- (4-^5VK7cc~/V) 

4-' fAO ^f=^) -3, 4-i?fc Kat7^uy-1 — T/V') 

3 5) 5- (5- (2- (2- (4-^f^7 5/7x^;l/) -5-* 
25 4 — f/W) ^f^) -3, 4-^tKnt7^I/y- 

1— f/V) ^y*^s 
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3 6) 2, 2-^^-3- (5- (2- (2-71^-5-^f/V 

3 7) 2, 2-^^-5- (5- (2- (2-7 x.=-)\>-5- f5~)V 
5 ^f-i/-/V-4— ^/V) ^b^V) -3, 4-^kKnt7^uy-l- 
-f/l') 

3 8) 2-^<VS?/U*^-3- (5- (2- (2- (4-^^7*n 
7V) -5-^^^^y—^-4:-^M -3, 

10 3 9) 2-^h^r^-3- (5- (2- (2- (4— ^ n ^3^/^:7*. 
^/V) -5-^^/^^ % /— /V-4— ' f/U) ^h^i/) -3, 

4 0) 2-^^-3- (5- (2- (2- (4-^^7^-/V) - 
S-f^/Utt^/sV-A-JM mfdr^) -3, 4-i^t:Fn-7-7^ 

15 W- 1 — < AO 7 p n/NVHt?fe5it^fSffl2|B«fe^^t Yu1-7? 

9. ft-aw 

1) 2- (5- (2- (2- (4-^^n^v//V7x^) 

20 /U^f-^-Zl'- 4 — f/V) ^b^) -3, 4 — ^fc Kn^* l^- 1 

2) 2- (5- (2- (2- (4-^^7 3i^/V) 

-3, 4-i?kKnt7^^-l-^/t/) 

25 3) 3- (5- (2- (2- (4 ^/^cn^/V) - 5 - ^ fvM-^f- 
)/w- / p_4_^ / v) ^hdri/) -3, 4-^tKnt7^l/y-l--f/>) 
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4) 2- (5- (2- (2- (4-^0^^7i^) -5-^^ 

f/l^) ^h^i/) -3, 4-i?tKot7^ky-l 

5 5) 2- (5- (2- (2- U-*3-;vy^~;i>) -5-^/l^*f- 
^-4-^;!,) zcb^f) -3, 4-i?tKnt7^l/y-l-^f;v) 

6) 2-^h^rV-3- (5- (2- (2- (4-^^7*^) -5 
-t^/v^^S—fr-A-^ ;v) -3, 4 -S^fc Kn^^ ^ 

10 f/v) 7o^T5 h\ 

7) N-tKn^-3- (5- (2- (2- - 
5-^^/^=arf- x /-/^-4— Y/W) ^f^r^) -3, 4-i?tKnt7^ 
i/y- 1 7n^yr S K> 

8) N-tKo^-2- (5- (2- (2- (4-^^71=^) - 
15 5-^^^f-y-/^-4— ~3, 4-i?kKot7^ 

9) 3- (5- (2- (2- U-^/KT^^/V) 
y_, v _4_^, l/ ) cnhdr^) -3, 4 — ^fc Ku "J*?* l^V- 1 — 4 M 

20 10) 5- (2- (5- (2- (5-^f/W2 - (4-^f/l/7x=/I/) 
^f-^-^-4— f/V) ^h^f) -3, 4-i?tKoWuy-l- 

1 1) 4- ((5- (2- (5-^/^-2- (4-^^7 31^) 
^.^^-4-^^) jxfdri/) -3, 4-^tKnt7^yy-l-'f/V) 

25 -ry^f-^y^v-3, 5— ^^T-fcsif^o^fflsfBtos* 
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i o . fk-aw 

1) 3- (5- (2- (2- (6-^^T5/^y^-3->f^) 

^b$~y) -3, 4-v?tKot7 
5 * Uy- 1 -- f /U) • * ^vI^^tvK 

2) 3- (5- (2- (2- (1, S-i^MH'^^-S-- (M - 
5-^ -3, 4-5?tKBt7^ 

3) 3- (5- (2- (2- (6- (^r;^])y-4-^M \?D*?y- 
10 3—T/V) -5-^^ 1 /^ :3 rf- N / , -/V-4— Y/U) ^3^) -3, 

t Yv1-7? vy- 1 -- f />) ^a/^yi • * ^cc*tvK 

4) 3- (5- (2- (2- (2, 2-^7/1^0-1, 3 — S^^MNf 
y?y-5-4/i') -5-*'?A'it*W—A'-4-' T/V) ^b^V) -3, 

4-S?fc Vu-f-y? vy- l — > f /u) ^d/^^R • ^/vccxtvk 

15 5) 3- (5- (2- (2- (6-^^T^/^V^y-S-4/^) 
-S-tf-AtffrW^-A^-i-JM ^h^y) -3, 4-^tKot7 

6) 3- (5- (2- (2- (fcT-<Pi?^-l-> <M -B-tFA^T 

^h^r^) -3, 4-^t Vu-ry? uy-i-JM 

7) 3- (5- (2- (2- (4-^/^7^-1-^^) -5- 
^^7/^-4-^^) ^b^y) -3, 4-i?tKPW^- 

8) 3- (5- (2- (2- (st/Vfcyy-A-Jfr) -S-tf-A^-T 
25 y—>v-A-s(;v) J^b^-y) -3, 4-^tKot7^yy-l-^) 
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9) 3- (5- (2- (2- (m;V*!)y-4-^f^) 
f7^-4->f^) ^b^V) -3, 4-i?tKnt7^vy-l->f 

10) 3- (5- (2- (2- (6-^^/vtry^-3— T/W) -5- 

5 **f-)VHr*^S-)V-±-<{>V) -3, A-VtYvl-yfvv 

11) 3- (5- (2- (2- (1, 5-^^Wtf7>'-/W-3--'fVV) 

^ W— l —^iv) -?u/<yWi • ^ ! ?-;i'^x i rsK 
10 12) 3- (5- (2- (2- (4-^^t e -<!;^>'-l— Y/t-) -5 
-^^/V^T^-^-4-^^) ^h^) -3, 4-i?tKat7^l/y 
- 1 -^/V) 7o^yi • o^/v^^tvK 

13) 3- (5- (2- (2- (5-pt^t'7^-2— </V) -5- 
*?-;V**y-/-;V-A— ^b^vO -3, 4 — V'M Ka^* V> 

15 -1 — <M 7n^yU • 3LfvV3i*7VK 

14) 3- (5- (2- (2- (1, 2, 3, 6 -T by t Ko bTJ/ i?> 

-5-/ =f-)V^-T A-y{)V) -3, 

t Yn-5-7?W- 1 — </V) -7*n^^ • ch^vWcXtvK 

15) 2- (5- (2- (2- (4-^^/Vt 9 ^7^^-l— -5 
20 f;Vf7y^V- 4-^/1^) ^b^S") -3, 4 -v>fc Kn^* 

16) 2- (5- (2- (2- (t^y^V-l-^f/V) -5-^/1^ 
T5 /^ /V _4_^ 7 v) jih^v) -3, 4-i?tFat7^Vy-l-'f^) 

25 17) 5- (5- (2- (2- (1, 3 — 5 — 4 M 
-S-^f-jv^^/—;v-A-^;v) x-Y**/) -3, 4-5?fcKBt7 
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& uy— 1 s<y? yfflt • * ^vioux-tvk 

18) 2, 2-*S*?A'-3- (5- (2- (2- (6 -v^fvWT S / 

3, 4-i?t Knt7?l/y-l-^f^) /n/?yK^f;H7f/K 
5 19) 2, 2-*S*f'A'-3- (5- (2- (2- (6- (k 0 y^^-l 

=¥V) -3, 4-^tKot7^vy-l-^) ~7us<ym.' ^Ttk** 

20) 2, 2-^^-3- (5- (2- (2- (6- 
10 4-^A-) If y -S-t'TA'ttW—fl'-A-JA') a 

h^vO -3, 4-i?tKnt7^vy-l-'f;H ^p/-?^.^^/vai 

2 1) 2, 2— 5>P*^A"-3- (5- (2- (2- 

-3-lVl') -5-p«^/^^f-y-/^-4— T/V') ^h*^) -3, 4- 

15 v^t Knt7^vy- 1 f M 7u/*y&t • t'fjux.xT/K 

2 2) 2, 2-^^-3- (5- (2- (2- (*/V*!Jy-4-^ 
/V) -5-^^7/^-4-^^) ^h^vO -3, 4— 7t Kot 
7^ l/y- 1 — f AO • ^/t^^TVK 

2 3) 2, 2-^^-3- (5- (2- (2- (fcXJJ S?^- 1 —J 
20 /V) -5-p<^/^T N /-^-4-^/V) ^b^rV) -3, 4-5?fc Kot 

7^ H'- 1 ->r>U) 7o/^^ • ^^/V^^x/K 

2 4) 2, 2-^^-3- (5- (2- (2- i^ir^JV^) y- A. 
-5-^f;Vfr7-^-4-^/V) ^h3r^) -3, 4— 5?fc K 

p^:7* w^- 1 ->f AO ^a/^i • ^^/vcn^-r/K 
25 2 5) 3- (5- (2- (2- (6-^W$/tfJI5?y-3- -fA) 

- 5 ^A^f-y-A- 4 — f A) \> **y) -3, 4 -S?fc Ko -7-7 
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#uy-i — i;v) -?u/*Wks 

2 6) 3- (5- (2- (2- (1, 3-i^^^y^y-5-^M 
-S-^A'sMP-f-sA- — iM ^\>**y) -3, 4-i?t Kct7 

5 2 7) 3- (5- (2- (2- (6- (^/V* J? ^- 4 — T/W) t'U^^ 
-Z-4)V) -b-^f-7V^r^y-;V-A-^7V) zc\.*?*/) -3, 4- 

2 8) 3- (5- (2- (2- (2, 2 -S^/I^n - 1 , 3 — S^M?" 

10 3, 4-t?tKnt7^i/y-i-^/v) ro^yi, 

2 9) 3- (5- (2- (2- (6-^xf;i/7^ \?V Vy-Z-J ;V) 

/V-4->f;V) ^h^ix) -3, 4-i?tKat7 

^i^y-i-^^) ya^yl, 

3 0) 3- (5- (2- (2- (fc^U^-l— OtO 

15 Ti/-^-4— f;V) ^t>3^>0 -3, 4-\?K Fui-y?uy-l-y(/V) 
•?u/*y^ 

3 1) 3- (5- (2- (2- (4-^^fc 0 ^7^V-l-^/V') -5 

^h^y) -3, 4-i^fc Kn^^l^ 

-l-^/w) zfnAy^ 
20 3 2) 3- (5- (2- (2- (^]Jy-4-'f;V) -5-^/1^ 
7)/-;v-4—f;v) ^h**y) -3, 4-v > tKot7^wy-i — fA-) 

3 3) 3- (5- (2- (2- {^-^;Vi^])y-A-yjV) -5-*f 
;v^'T > S y —)V— 4—-^/v) =.h*-y) -3, 4-ytKot7^wy-i- 
25 -f/w) ^p/^^ 

34) 3- (5- (2- (2- (6-^^t°y v^^-3— f;k) -5- 
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* s ?A**y-y-A-4-< <M -3, 4-i?tKnt7^1/y 

-1-4 A) 7w*>Wts 

3 5) 3- (5- (2- (2- (1, 5-^^^A^7^-A-3-4A) 
-5-^5vM-^f-/— /v-4-^yv) ^h^v') -3, 4-v p tKot7 

3 6) 3- (5- (2- (2- (4-^^t°^y^>--l — (A) -5 
-t^-A^T^A- 4 — f/l") ^h'frS') -3, 4-^tKnt7^1/y 

— 1 — 7n^yi, 

3 7) 3- (5- (2- (2- (5 - *°?A\Z7*S>- 2~4 A) -5- 
10 H-AttW—A-4-' (A) ^h^y) -3, 4-^tKot7^y 

— i — f -fv^vm., 

38) 3- (5- (2- (2- (1, 2, 3, 6-xh7tKnt°U^ 
-1-4A) -5-^f;Vf7/^-4-^f^) -3, 4—^ 

kKot7^wy-l-^) T'n/NV^ 
15 3 9) 5- (5- (2- (2- (1, 3 — S^MM' 5 — < A) 
-5-^W^t/^-4-^^) ^3^) -3, 4-^tKnt7 

?ui/-i-4a) -<^?y^ 

4 0) 2, 2-v^5VW- 3- (5- (2- (2- 

t°y i?>-3-4A) -s-t^Att-f V—a-4-4 a) ^h*i/) - 

20 3, 4-v^t Knt7^Vy- 1 7n^^ 

4 1) 2, 2-^^-3- (5- (2- (2- (6- 

-A A) W&V-3-4A) -5-*?-A**rf-°/-A-4-4A) 

**s) -3, 4-^tKnt7^l/y-i-^) 7n^Vfc 

4 2) 2, 2-^^-3- (5- (2- (2- (6- frAftl)^- 

25 4— f/V) trU^^-3-W/l') -5-tf-Att-ty—A- 4-4 A) 3i 
t^V) -3, 4-i?kKnt7^vy-l-<^) 
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4 3) 2, 2-^^-3- (5- (2- (2- 

-3-^*0 -5-^^/^=¥^y-/V-4— T^) ^b^) -3, 4- 

4 4) 2, 2-^^-3- (5- (2- (2- y V- 4 — f 

5 /v) fA^-y -3, 

r7*l^-l->f/l") ^n^^, 

4 5) 2, 2— ^^-3- (5- (2- (2- (f^y^-l— -f 
/V) - 5 - ^ ^A^T ^/—/V- 4-4 M -3, Knt 

7^1/^-1-^/V) t/n^V^ 
10 4 6) 2, 2-^^-3- (5- (2- (2- 

-> f*0 -5-^fW)/^-4->f^) ^h^riX) -3, 4-S^fcK 

47) 2 -^h^r^-3- (5- (2- (2- (4 ^VVtf"<7 i?y- 
1 — (M -5-^f/Vf7 , /-/W4-^) ^h^) -3, 4-v?t 
15 Yn-rytW-l-JM /n/^i % ^fctt 

4 8) 2-^h^^-3- (5- (2- (2- (fc'^y i?y- 1 — </W) 
- 5 - p< f-A^T V—;V- 4-4 M ^h*ris) -3, 4-^fc Kn^?* 
l^-l — iVv) 7 e n^^T-feSif^c0^ffl4|B<fe(D^t Kn-^y^U^ 

20 

1 1 . fc-aw 

1) 2- (5- (2- (2- (4-^^/Utf^7v ? >'-l— T/V) -5- 
^^■/^yy—/U-4-4M ^h^) -3, 4-^tKct7^>y- 

25 2) 2- (5- (2- (2- (tf-<y 1 — (M -5-^5vW 

y-^-4— <{)V) -3, 4-^tKot7^^-l-^;>) 
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3) 2- (5- (2- (2- (4-^f/Hf^7V?y-l-^f;l') -5- 
^W7y-^-4-^;I/) ocf^V) -3, 4-^^^^^- 
1 — iiv) 7th7/V7kK Sfctt 
5 4) 2- (5- (2- (2- O^PS^-l — (fr) -5-*7A^T 

V-jv-a-AM ^h^^) -3, Fui-yfiuy-i-JM 

10 12. 

1) 3- (5- (2- (2— r y/n ^-4 

-^/p-) ^hdri/) -3, 4-i^t Kn-^-7^l/>-l— C/L') :/n/«^& • 

2) 2- (5- (2- (2-^y^n \?)V-5-*=f-)Vjr*^J— ;V- A 
15 — f/P) -3, 4-^tKnt7^Vy-l-^^) • j:^ 

3) 2, 2-^5vl"-3- (5- (2- (2— 

/V-4— f/V) ^b^) -3, 4-i?tKnt7^WV-l 

20 4) 3- (5- (2- (2-^y7°n tV^-5-^^/^^y-/V-4 
-^/p) ^h*is) -3, 4-^tKnW^-l-^/V) yo/^^ 
5) 2, 2— ^^^-3- (5- (2- (2— ( y^W/U- 5 - 
;v3r3r^/—;v-4-s(/v) cch^) -3, 4 — V* Vai-y# uy- 1 

25 6) 2-^h^>-3- (5- (2- y/nlf;l/-5-^f^t 
^f-y*— 7V-4-^T/W) ^h^) -3, 4-^tKot7^I/V-l-'f 
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1 3 . ft,&m& 

5 1) 2- (5- (2- (2— fy/o \f;V-5-^f-/V^^/—jV-A 
^h*^) -3, 4 -S?fc Kd^7^ VV- 1 — f ;U) rc^/— /V, 

3: fete 

2) 2- (5- (2- (2-' f yyPl^/V-5-^^/^=arf-> r -/^-4 
-j;V) ^Y**S) -3, Ka^7^l^V-l->fA^) T±hT/^ 

14. IS^^fflllB^-^ (I) T^tlS^tKn^:?^^ 

15 -j^mmm^mt^Pf cppar) mm®. 

15. It^O^fflllE^©-^ (I) T^$tt5i^t 
-Aii^mSttfb^^fr (PPAR) o*i±t;yiim 

20 

16. fS*©ttfflil3«©-JRS: (i) ^§^i?tKDt7^w>Hi 

(PPAR) a*5itJ5yMr^=^ K 
25 17. »*©l5HllB«©-«^: (I) «^5^tKot7^^^ 



177 



WO 02/051820 



PCT/JP01/11255 



is. m*o^hiie^©-« en x*7Fi$tizi?Kh**i-7*i'ymm 
iMiu^ ttiRff^ i^jfc-jEE, mm^mm. &&&&& 
i9. m#<Dtmi&$w-® : & (i) vmzh&irtFBi-rfi^smm 
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Sequence Listing 
<110> 0N0 Pharmaceutical Co. , Ltd. 

<120> v?fc Fui-y?is>m&Mz&fa&£TfZ<Dfi&®t:^j&£k-rmM 

<130> 0NP-4028PCT 

<150> JP 2000-392723 
<151> 2000-12-25 

<160> 3 
<210> 1 
<211> 85 
<212> DNA 

<213> Artificial sequence 
<220> 

<223> Enhancer sequence including 4 times repeated Gal4 protein response sequences 
<400> 1 

tcgacggagt actgtcctcc gcgacggagt actgtcctcc gcgacggagt actgtcctcc 60 

gcgacggagt actgtcctcc gagct 85 

<210> 2 

<211> 9 

<212> PRT 

<213> Unknown 

<220> 

<223> Nuclear localozation signal derived from SV-40 T-antigen 
<400> 2 

Ala Pro Lys Lys Lys Arg Lys Val Gly 

1 5 
<210> 3 
<211> 9 
<212> PRT 

<213> Influenza virus 
<220> 

<223> hemagglutinin epitope 
<400> 3 
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